GO 



.5 S El 



O IS B O H 
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CLAIMS 



We claim: 



1. A compound represented by the formula; 

(CJ 2 ) m -T 
/ 

a R^-NH-X j_ 

\ 

(CH 2 ) g -R 3 



wherein : 
10 X 1 is -CH; 



g is 0 or 1 ; 



each J is independently selected from the group 
consisting of -H, -OH, and -F, provided that when a 
first and second J are bound to a C and said first J is 
15 -OH, said second J is -H; 



m is 0, 1, or 2; 



T is -OH, -CO-C0 2 H, -C0 2 H, or any bioisosteric 
replacement for -C0 2 H; 

R 1 is selected from the group consisting of the 
20 following formulae, in which any ring may optionally be 

singly or multiply substituted at any carbon by C^, at 
any nitrogen by R 5 , or at any atom by =0, -OH, -C0 2 H, 
or halogen; and any saturated ring may optionally be 
unsaturated at one or two bonds; 
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wherein each ring C is independently chosen from 
the group consisting of benzo, pyrido, thieno, pyrrolo, 
furano, thiazolo, isothiazolo, oxazolo, isoxazolo, 
pyrimido, imidazole, cyclopentyl, and cyclohexyl; 

R 3 is: 
-CN, 

~CH — CH — Rg , 

-CH=N-0-R g , 

- (CH 2 ) i-3" T l~ R 9' 

— C J 2 — R 9 f 

-CO-R 13 , or 

-CO-CO-N 

\r 10 ; 

each R 4 is independently selected from the group 
consisting of : 
-H, 
-Ar 1 , 
~R»9 r 

-T 1 -R 9/ and 

- (CH 2 ) lr 2, 3~ T 1~ R 9'* 



each T 1 is independently selected from the group 
consisting of : 
CH=CH-, 



O :JL H BO 
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-s-, 

-so-, 

-so 2 -, 

-NR 10 -, 
5 -NR 10 -CO-, 

-CO-, 

-o-co-, 
-co-o-, 

-CO-NR 10 -, 
10 -O-CO-NR 10 -, 
-NR 10 -CO-O-, 
-NR 10 -CO-NR 10 -/ 
-SO 2 -NR 10 -, 

-NR 10 -SO 2 -, and 
15 -NR 10 -SO 2 -NR 10 -; 

each R 5 is independently selected from the group 
consisting of: 
-H, 
-Ar x , 

20 -CO-Ar 1 , 
-S0 2 -Ar 1 , 
-CO-NH 2/ 
-S0 2 -NH 2 , 
_ Rg / 

25 -CO-R 9 , 

-CO-0-R 9/ 
— S0 2 ~ Rg r 

/Ar 1 

-CO-N 

30 \Rio/ 

/Ar x 

-S0 2 -N 

\Rio/ 



:t o e 5-a e? « o jl e eo a 
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-CO-N 



/R 9 

J 

\RlO/ 
/R 9 



and 



-SQ 2 -N 



\r 10 ; 



R 6 is: 
-H 

-Ar 1; 
10 -R 9 , 

-(CH 2 )i r2 ,3- T l- R 9' or 

an a-amino acid side chain residue; 



each R 9 is a C 1 _ 6 straight or branched alkyl group 
optionally singly or multiply substituted with -OH, -F, 
15 or =0 and optionally substituted with one or two Ar x 

groups ; 

each R 10 is independently selected from the group 
consisting of -H or a C x _ 6 straight or branched alkyl 
group; 



20 each R 13 is independently selected from the group 

consisting of -Ar 2 , -R4 and -N-OH 

\ 

each Ar 1 is a cyclic group independently selected 
25 from the set consisting of an aryl group which contains 

6, 10, 12, or 14 carbon atoms and between 1 and 3 
rings, a cycloalkyl group which contains between 3 and 
15 carbon atoms and between 1 and 3 rings, said 
cycloalkyl group being optionally benzofused, and a 
30 heterocycle group containing between 5 and 15 ring 



iOO'5 S3 !\ ; 



> c* a 



O :! eso Ei! 
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atoms and between 1 and 3 rings, said heterocycle group 
containing at least one heteroatom group selected from 
-O-, -S-, -SO-, -S0 2 - , =N-, and -NH-, said heterocycle 
group optionally containing one or more double bonds, 
5 said heterocycle group optionally comprising one or 

more aromatic rings, and said cyclic group optionally 
being singly or multiply substituted with -NH 2 , -C0 2 H, 
-CI, - F, -Br, -I, -N0 2 , -CN, 

0 

10 / \ 

=0, -OH, -perfluoro C 1 _ 3 alkyl, CH 2 , or -Q 1 ; 

\ / 
0 

each Ar 2 is independently selected from the 
15 following group, in which any ring may optionally be 

singly or multiply substituted by ~Q 1 and -Q 2 : 



(hh) 




(ii) 




(j j) 




; and 



20 



(kk) 
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each Q 1 is independently selected from the group 
consisting of : 
-Ar x 
-0-Ar x 
5 -R 9 , 

-T 1 -R 9/ and 

" ( CH 2> 1, 2, 3~ T 1~ R 9'' 

each Q 2 is independently selected from the group 
10 consisting of -OH, -NH 2 , -C0 2 H, -CI, - F, -Br, -I, 

-N0 2 , -CN, -CF 3 , and O 

/ \ 

CH 2 ; 

\ / 

15 O 

provided that when -Ar-^ is substituted with a Q 1 
group which comprises one or more additional -Ar 1 
groups, said additional ~Ar ± groups are not substituted 
with Q 1 ; 

20 each X is independently selected from the group 

consisting of =N- , and =CH- ; 

each X 2 is independently selected from the group 
consisting of -0-, -CH 2 - , -NH-, -S-, -SO-, and -S0 2 ~; 



each Y is independently selected from the group 
25 consisting of -0-, -S-, and -NH; 

provided that when 
g is 0, 
J is -H, 
mis l f 

30 T is -C0 2 H, 
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X 2 is 0/ 

R 5 is benzyloxycarbonyl , and 
ring C is benzo, 
then R 3 cannot be -C0-R 13 when: 
5 R 13 is -CH 2 -0-Ar 1 and 

Ar 1 is l-phenyl-3-trif lucromethyl- 
pyrazole-5-yl wherein the phenyl is optionally 
substituted with a chlorine atom; 
or when 

10 R 13 is -CH 2 -0-C0-Ar 1 , wherein 

Ar^ is 2 , 6-dichlorophenyl . 

2. The compound according to claim 1, 

wherein: 

X ± is -CH; 

15 

g is 0 ; 
J is -H; 

m is 0 or 1 and T is -C0-C0 2 H, or any bioisosteric 
replacement for -C0 2 H, or 
20 m is 1 and T is -C0 2 H; 

ring C is benzo optionally substituted with 
-C 1 _ 3 alkyl, -0-C 1 _ 3 alkyl, -Cl, -F or -CF 3 ; 

R 5 is: 

-CO-Ar! 
25 • -S0 2 -Ar 1 , 

-CO-NH 2f 
-CO-NH-Ar! 

-CO-Rg, 



;I O OSS 5SB 
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-co-o-r 9/ 

-S0 2 -Rg, or 
-CO-NH-R 9 , 

R 7 is -H and R 6 is: -H, 
5 -R g/ or 

-Ar x ; 

R g is a C 1 _ 6 straight or branched alkyl group 
optionally substituted with =0 and optionally 
substituted with -Ar x ; 

10 R 10 is H or a -C ± _ 3 straight or branched alkyl 

group; 

Ar ± is phenyl, naphthyl, pyridyl, benzothiazolyl , 

thienyl, benzo thienyl , benzoxazolyl , 2-indanyl, or 

indolyl optionally substituted with -0-C 1 _ 3 alkyl, 

15 -NH-C X _3 alkyl, -N- (C 1 _ 3 alkyl) 2 , -Cl, -F, -CF 3 , 

-Ci_n alkyl, or 0 

/ \ , 

CH 2 ; 

\ / 

20 0 

Q 1 is R 9 or - (CH 2 ) 0 ,1,2~ T 1~ ( CH 2) 0,l,2" Ar l' wherein 
T t is -O- or -S-; 

each X is independently selected from the group 
consisting of =N- , and =CH-; 



25 each X 2 is independently selected from the group 

consisting of -0-, -CH 2 ~, -NH-, -S-, -SO-, and -S0 2 - . 
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3. The compound according to claims 1 or 2, 
wherein the R± group is: 



(wl) 




; wherein 



5 X 2 is: 

-0- , 
-s- , 

-S0 2 - , or 
-NH- ; 

10 

optionally substituted with R 5 or Q 1 at X 2 when X 2 
is -NH-; and 

ring C is benzo substituted with ~C ± _ 3 alkyl, 
-0-C 1 _ 3 alkyl, -CI, - F or -CF 3 . 

15 4. A compound represented by the formula: 

(!) R x -N-R 2 
H 

wherein : 



20 



R 1 is selected from the group consisting of the 
f ol lowing formulae : 
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(elO) 



(ell) 



(el2) 



(w2) 



(yi) 



(y2) 





- 763 - 




; and 



ring C is chosen from the group consisting of 
benzo, pyrido, thieno, pyrrolo, furano, thiazolo, 
5 isothiazolo, oxazolo, isoxazolo, pyrimido, imidazolo, 

cyclopentyl, and cyclohexyl; 

R 2 is: 



o 




f or 



(b) 



(rim « 

IS 



or 13 
OR51 
OR51 



10 m i s 1 o r 2 ; 

R5 is selected from the group consisting of: 

-C (0) -R 10/ 

-C (0) O-R9, 

15 R 10 

/ 

-C (0) -N 

\ 

R 10' 

20 -S(0) 2 -R9/ 

-C (0) -CH 2 -0-R 9 , 



.1 OCA 5 EC 5 5 *•» ,„ Q ,i, 52 S ID IB 
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-C(O)C(O)-R 10# 
-H, and 

-C (O) C (O) -OR 10 ; 



10 



X s is -CH- or -N- 

i I 

Y 9 is Ho or O; 



X 7 is -N(R 8 )- or -O-; 

R 6 is selected from the group consisting of -H and 



-CH 3 ; 

R 8 is selected from the group consisting of: 
15 -C(O)-R 10 , 

-C (O) O-Rg, 

-C (O) -N(H) -R 10 f 

-S (O) 2 - R 9' 

-S (O) 2 -NH-R 10 , 
20 -C (O) -CH 2 -OR 10/ 

-c (o) c (o) ~R 10 ; 

-C (O) -CH 2 N (R 10 ) (R 10 ) , 
-C (O) -CH 2 C (O) -0-R 9 , 
-C (O) -CH 2 C (O) -R 9/ 
25 -H, and 

-C (O) -C (O) -OR 10 ; 

each R 9 is independently selected from the group 
consisting of -Ar 3 and a -C 1 _ 6 straight or branched 
alkyl group optionally substituted with -Ar 3 , wherein 
30 the -Ci_6 alkyl group is optionally unsaturated; 



JL O O E 



3 K S 



H -01H802 
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each R 10 is independently selected from the group 
consisting of -H, -Ar 3 , a ~C 3 _ 6 cycloalkyl group, and a 
~ c l-6 straight or branched alkyl group optionally 
substituted with -Ar 3 , wherein the -C 1 _ 6 alkyl group is 
5 optionally unsaturated; 

R 13 is selected from the group consisting of H, 
Ar 3 , and a C 1 _ 6 straight or branched alkyl group 
optionally substituted with -Ar 3 , -CONH 2 , -OR 5 , -OH, 
-OR g , or -C0 2 H; 

10 each R 51 is independently selected from the group 

consisting of R g , -C(0)-R 9 , -C ( 0) -N (H) -R 9 , or each R 51 
taken together forms a saturated 4-8 member carbocyclic 
ring or heterocyclic ring containing -0-, -S-, or -NH- ; 



each R 21 is independently selected from the group 
15 consisting of -H or a -C x _ 6 straight or branched alkyl 

group; 



each Ar 3 is a cyclic group independently selected 
from the set consisting of an aryl group which contains 
6, 10, 12, or 14 carbon atoms and between 1 and 3 rings 

20 and an aromatic heterocycle group containing between 5 

and 15 ring atoms and between 1 and 3 rings, said 
heterocyclic group containing at least one heteroatom 
group selected from -O-, -S-, -SO-, S0 2 , =N-, and -NH- , 
said heterocycle group optionally containing one or 

25 more double bonds, said heterocycle group optionally 

comprising one or more aromatic rings, and said cyclic 
group optionally being singly or multiply substituted 
by -Q 1 ; 



.I.OOSS 



■Hz:, 



csi ,i, se e a 



10 
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each Q-j_ is independently selected from the group 

consisting of -NH 2 , -C0 2 H, -CI, -F, -Br, -I, -N0 2 , -CN, 

=0, -OH, -perfluoro C 1 _ 3 alkyl, R 5 , -OR 5 , -NHR 5 , -OR 9 , 

-NHR g , -R 9 , -C(O)-R 10 , and 

O 
/ \ 

CH 2 , 

\ / 
O 

provided that when -Ar 3 is substituted with a Q 1 
group which comprises one or more additional -Ar 3 
groups, said additional -Ar 3 groups are not substituted 
with another -Ar 3 . 

15 5. The compound according to claim 4, 

wherein R5 is selected from the group consisting of: 
-C (O) -R 10 / 
-C (O) 0-R 9 , and 
-C (O) -NH-R 10 . 

20 6. The compound according to claim 4, 

wherein R 5 is selected from the group consisting of: 

-S (O) 2-R9/ 

-S (O) 2 -NH-R 10 , 

-C(O)-C(O)-R 10 , 
25 -R9, and 

-C (O) -C (O) -OR 10 . 

7. The compound according to claims 5 or 6, 

wherein : 

m is 1 ; 



30 
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R 13 is H or a C x _4 straight or branched alkyl group 
optionally substituted with -Ar 3 , -OH, -OR 9 , -C0 2 H, 
wherein the R9 is a C-^_4 branched or straight chain 
alkyl group; wherein Ar 3 is morpholinyl or phenyl, 
5 wherein the phenyl is optionally substituted with Q 1 ; 

R 21 is ~ H or ~ CH 3 ; 

R 51 is a C 1 ^^ straight or branched alkyl group 
optionally substituted with -Ar 3 , wherein Ar 3 is 
phenyl, optionally substituted by. -Qi; 

•each Ar 3 cyclic group is independently selected 
from the set consisting of phenyl, naphthyl, thienyl, 
quinolinyl, .isoquinolinyl, pyrazolyl, thiazolyl, 
isoxazolyl, benzotriazolyl, benzimidazolyl , 
thieno thienyl, imidazolyl, thiadiazolyl , 

benzo [b] thiophenyl , pyridyl, benzof uranyl , and indolyl, 
and said cyclic group optionally being singly or 
multiply substituted by -Q]_; 

each Q 1 is independently selected from the group 

consisting of -NH 2 , -CI, - F, -Br, -OH, -R 9 , -NH-R 5 

wherein R 5 is -C (0) -R 10 or -S (O) 2 ~R 9 , ~OR 5 wherein R 5 is 

-C(O)-R 10 , -OR g , -NHR9 , and 

O 
/ \ 

CH 2 , 

\ / 
0 

wherein each R 9 and R^o are independently a ~C 1 _^ ) 
straight or branched alkyl group optionally substituted 
with -Ar 3 wherein Ar 3 is phenyl; 



10 



15 



20 



25 
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provided that when -Ar 3 is substituted with a Q 1 

group which comprises one or more additional -Ar 3 

groups, said additional -Ar 3 groups are not substituted 
with another -Ar 3 . 

8. A compound represented by the formula: 
(IX) 

wherein : 

m is 1 or 2; 



O 



OR13 



R 1 — Nr^R3 
H 



R t is selected from the group consisting of the 
following formulae : 



(ell) 



(el2) 



(w2) 




JL O O 5 S .5 B E { : „ 0 .1. Ell S Q 2 
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(yD 



Rs Y 2 



Rs-i 




(y2) 





; and 



10 



ring C is chosen from the group consisting of 
benzo, pyrido, thieno, pyrrolo, furano, thiazolo, 
isothiazolo, oxazolo, isoxazolo, pyrimido, imidazolo, 
cyclopentyl, and cyclohexyl; 



15 



R 3 is selected from the group consisting of: 
-CN, 

-C (O) -H, 

-C (O) "CH 2 -T 1 -R 11/ 
-C (0) -CH 2 -F, 
-C=N-0-R g/ and 
-C0-Ar 2 ; 



20 



is selected from the group consisting of: 
-C (0) -R 10 , 
-C(0)0-R 9 , 



.1. t 



5 as: 



- 770 - 

R 10 

/ 

-C(0)-N 

\ 

5 R 10 , 

-S (O) 2 ~R 9 , 
-C (O) -CH 2 -0-R 9 , 
-C (O) C (O) -R 10/ 

10 -H, and 

-C (O) C (O) -OR 10; 

Y 2 is H 2 or O; 

X 7 is -N(Rg)- or -O-; 

15 each T x is independently selected from the group 

consisting of -0-, -S-, -S(O)-, and -S(0) 2 -; 

R 6 is selected from the group consisting of -H and 

-CH 3 ; 

20 

Rg is selected from the group consisting of: 

-C (O) -R 10 , 

-C (O) O-Rg, 

-C (O) -NH-R 10 , 
25 -S(0) 2 -R 9 , 

-S (O) 2 -NH-R 10 , 

-C (O) -CH 2 -OR 10 , 

-C(0)C(0) -R 10 , 

-C (O) -CH 2 -N(R 10 ) (R 10 ) , 
30 -C (O) -CH 2 C (O) -O-Rg, 

-C (O) -CH 2 C (0) -R 9 , 

-H, and 

-C (O) -C (O) -OR 10 ; 
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each R g is independently selected from the group 
consisting of -Ar 3 and a ~C 1 _ 6 straight or branched 
alkyl group optionally substituted with -Ar 3 , wherein 
the -C 1 _ 6 alkyl group is optionally unsaturated; 

5 each R 10 is independently selected from the group 

consisting of -H, -Ar 3 , a -C 3 _ 6 cycloalkyl group, and a 
~ c l-6 straight or branched alkyl group optionally 
substituted with -Ar 3 , wherein the -C 1 _ 6 alkyl group is 
optionally unsaturated; 

10 each R 11 is independently selected from the group 

consisting of : 
-Ar 4 , 

- (CH 2 ) 1 _ 3 -Ar 4 , 
-H, and 
15 -C (O) -Ar 4 ; 

R 13 is selected from the group consisting of H, 
Ar 3 , and a C x _ 6 straight or branched alkyl group 
optionally substituted with -Ar 3 , -CONH 2 , -OR5, -OH, 
-0R 9 , or -C0 2 H; 

20 OR i3 is optionally -N(H)-OH; 

each R 21 is independently selected from the group 
consisting of -H or a -C 1 _ 6 straight or branched alkyl 
group; 

Ar 2 is independently selected from the following 
25 group, in which any ring may optionally be singly or 

multiply substituted by -Q x or phenyl, optionally 
substituted by Q 1 : 




wherein each Y is independently selected from the 
5 group consisting of O and S; 

each Ar 3 is a cyclic group independently selected 
from the set consisting of an aryl group which contains 
6, 10, 12, or 14 carbon atoms and between 1 and 3 rings 
and an aromatic heterocycle group containing between 5 

10 and 15 ring atoms and between 1 and 3 rings, said 

heterocyclic group containing at least one heteroatom 
group selected from -0-, -S-, -SO-, S0 2 , =N- , and -NH-, 
-N(R 5 )-, and -N(R 9 )- said heterocycle group optionally 
containing one or more double bonds, said heterocycle 

15 group optionally comprising one or more aromatic rings, 

and said cyclic group optionally being singly or 
multiply substituted by -Qi; 

each Ar 4 is a cyclic group independently selected 
from the set consisting of an aryl group which contains 

20 6, 10, 12, or 14 carbon atoms and between 1 and 3 

rings, and a heterocycle group containing between 5 and 
15 ring atoms and between 1 and 3 rings, said 
heterocyclic group containing at least one heteroatom 
group selected from -O-, -S-, -SO-, S0 2 , =N-, -NH-, 

25 -N(R 5 )-, and -N(Rg)- said heterocycle group optionally 

containing one or more double bonds, said heterocycle 
group optionally comprising one or more aromatic rings, 
and said cyclic group optionally being singly or 
multiply substituted by -Qi; 



lOO !Ei SEE! i2 



O.JLHSO H 



10 
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each Q 1 is independently selected from the group 

consisting of -NH 2 , -C0 2 H, -CI, -F, -Br, -I, -N0 2 / -CN, 

=0, -OH, -perfluoro C 1 _ 3 alkyl, R 5 , -OR 5/ -NHR 5 , -OR 9 , 

-NHR 9 , -R 9/ -C(O)-R 10 / and 

0 
/ \ 

CH 2 ; 

\ / 
O 

provided that when -Ar 3 is substituted with a Q 1 
group which comprises one or more additional -Ar 3 
groups, said additional -Ar 3 groups are not substituted 
with another -Ar 3 . 

15 9. The compound according to claim 8, 

wherein R 1 is (ell) . 

10. The compound according to claim 8, 
wherein R^_ is (el2) . 

11. The compound according to claim 8, 
20 wherein R 1 is (yl) . 

12. The compound according to claim 8, 
wherein R x is ( y2 ) . 

13. The compound according to claim 8, 
wherein and R± is (z) . 

25 -14. The compound according to claim 8, 

wherein R^^ is (w2) . 



15. The compound according to claim 14, 

wherein : 
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m is 1 ; 

ring C is benzo, pyrido, or thieno; 

R 3 is selected from the group consisting of 
-C(0)-H, -C(0)-Ar 2 , and »C (O) CH 2 -T 1 -R 11 ; 

5 R5 is selected from the group consisting of: 

-C(O)-R 10 , wherein R 10 is -Ar 3 ; 
-C(0)0-R g , wherein R 9 is -CH 2 -Ar 3 ; 
-C (0) C (0) -R 10 , wherein R 10 is -Ar 3 ; 
-Rg, wherein R 9 is a C^_ 2 alkyl group 
10 substituted with -Ar 3 ; and 

-C (O) C (O) -OR 10 , wherein R 10 is -CH 2 Ar 3 ; 

T 1 is O or S; 

R 6 is H; 

15 Rg is selected from the group consisting -C(O)-R 10 , 

-C (O) -CH 2 -OR 10 , and -C (O) CH 2 -N (R 10 ) ( R io'' wherein R 10 is 
H, CH 3 , or -CH 2 CH 3 ; 

R X1 is selected from the group consisting of -Ar 4 , 
- (CH 2 ) 1 _ 3 -Ar 4/ and -C(0)-Ar 4 ; 

20 R 13 is H or a C 1 _ 4 straight or branched alkyl group 

optionally substituted with -Ar 3 , -OH, -OR9, -C0 2 H, 
wherein the R 9 is a C 1 _ 4 branched or straight chain 
alkyl group; wherein Ar 3 is morpholinyl or phenyl, 
wherein the phenyl is optionally substituted with Q±; 



25 



Ar 2 is (hh) ; 



jl o o s e s h e . o .1. a e os 
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Y is O; 

each Ar 3 cyclic group is independently selected 
from the set consisting of phenyl, naphthyl, thienyl, 
5 quinolinyl, isoquinol inyl , thiazolyl, benzimidazolyl, 

t hi eno thienyl , thiadiazolyl , benzotr iazolyl , 
benzo [b] thiophenyl, benzof uranyl , and indolyl, and said 
cyclic group optionally being singly or multiply 
substituted by -Q 1 ; 

10 each Ar 4 cyclic group is independently selected 

from the set consisting of phenyl, tetrazolyl, 
naphthyl, pyridinyl, oxazolyl, pyrimidinyl, and 
indolyl, and said cyclic group optionally being singly 
or multiply substituted by -Q]_; 

15 each Q 1 is independently selected from the group 

consisting of -NH 2 , -CI, -F, -Br, -OH, -R 9 , -NH-R 5 
wherein R 5 is -C (0) -R 10 or ~ s (°) 2~ R 9' ~ 0R 5 wherein R 5 is 
-C(O)-R 10 , -0R 9 , -NHR 9 , and 

0 

20 / \ 

CH 2 , 

\ / 
0 

wherein each R 9 and R 10 are independently a ~C 1 _ 6 
25 straight or branched alkyl group optionally substituted 

with -Ar 3 wherein Ar 3 is phenyl; 

provided that when -Ar 3 is substituted with a Q 1 
group which comprises one or more additional -Ar 3 
30 groups, said additional -Ar 3 groups are not substituted 

with another -Ar 3 . 
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16. The compound according to claim 8, 
wherein R x is (elO) and X 5 is N. 

17. The compound according to claim 16, 
wherein R 3 is CO-Ar 2 . 

18. The compound according to claim 16, 
wherein R 3 is -C (0) -CH 2 -T 1 -R 11 and R 11 is - ( CH 2 ) 1 _ 3 -Ar 4 

19. The compound according to claim 16, 

wherein : 

R 3 is -C (0) -CH 2 -T 1 -R 11 ; 

T 1 is 0; and 

R n is -C(0)-Ar 4 . 

20. The compound according to claim 16, 
wherein R 3 is -C(0)-H. 

21. The compound according to claim 16, 
wherein R 3 is -CO-CP^-T-l-R-l 1 and R 1X is -Ar 4 . 

22. The compound according to any one of 
claims 19-21, wherein R 5 is selected from the group 
cons ist ing o f : 

-C(O)-R 10 , 
-C(0)0-R g , and 
-C (0) -NH-R 10 . 

23. The compound according to claim 22, 

wherein : 

m is 1 ; 



T 1 is 0 or S, 



;l O Q SB S C! K „ O A SB Oi? 
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provided that when R 3 is -C (0) -CH 2 -T 1 -R 11/ T 1 

is 0; 

R 13 is H or a C 1 _ 4 straight or branched alkyl group 
optionally substituted with -Ar 3 , -OH, -OR 9 , -C0 2 H, 
5 wherein the R 9 is a branched or straight chain 

alkyl group; wherein Ar 3 is morpholinyl or phenyl, 
wherein the phenyl is optionally substituted with Q 1 ; 

R 2 i is -H or -CH 3 ; 

Ar 2 is (hh) ; 

10 Y is O; 

each Ar 3 cyclic group is independently selected 
from the set consisting of phenyl, naphthyl, thienyl, 
quinolinyl, isoquinolinyl , pyrazolyl, thiazolyl, 
15 isoxazolyl, benzo t r ia zolyl , benz imida zol yl , 

t hi eno thienyl , imida zolyl , thiadiazolyl , 

benzo [b] thiophenyl , pyridyl, benzo furanyl , and indolyl, 
and said cyclic group optionally being singly or 
multiply substituted by -Q^; 

20 each Ar 4 cyclic group is independently selected 

from the set consisting of phenyl, tetrazolyl, 
pyridinyl, oxazolyl, naphthyl, pyrimidmyl, and 
thienyl, and said cyclic group optionally being singly 
or multiply substituted by -Q]_; 

25 each Q 1 is independently selected from the group 

consisting of -NH 2 , -CI, -F, -Br, -OH, -R 9 , -NH-R5 
wherein R 5 is -C(O)-R 10 or -S (O) 2 -R g , ~OR 5 wherein R 5 is 
-C(O)-R 10 , -OR 9 , -NHR 9 , and 
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O 
/ \ 

CH 2 , 

\ / 

5 O 

wherein each R 9 and R 10 are independently a ~C 1 _ 6 
straight or branched alkyl group optionally substituted 
with -Ar 3 wherein Ar 3 is phenyl; 

10 provided that when -Ar 3 is substituted with a Q 1 

group which comprises one or more additional -Ar 3 
groups, said additional -Ar 3 groups are not substituted 
with another -Ar 3 . 

24. The compound according to any one of 
15 claims 19-21, wherein R5 is selected from the group 

consisting of: 
-S (0) 2 - R 9' 
-S (O) 2 -NH-R 10 , 
-C (O) -C (O) -Rio, 
20 ~ R 9' and 

-C(O)-C(O)-OR 10 . 

25. The compound according to claim 24, 

wherein : 



25 



m is 1 ; 

T x is O or S, 

provided that when R 3 is -C (O) -CH 2 -T 1 -R 11/ T 1 

is O; 



30 



R 13 is H or a C 1 _ 4 straight or branched alkyl group 
optionally substituted with -Ar 3 , -OH, -OR9, -C0 2 H, 



:ii;oosesE;iy 
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10 



15 



20 



wherein the R 9 is a C 1 _ 4 branched or straight chain 
alkyl group; wherein Ar 3 is morpholinyl or phenyl, 
wherein the phenyl is optionally substituted with Q 1 ; 

R 21 is -H or -CH 3 ; 

Ar 2 is (hh) ; 



each Ar 3 cyclic group is independently selected 
from the set consisting of phenyl, naphthyl, thienyl, 
quinolinyl, i soquinol inyl , pyrazolyl, thiazolyl, 
isoxazolyl , benzot r iazolyl , benzimidazolyl , 
thieno thienyl , imidazolyl , thiadiazolyl, 

benzo [b] thiophenyl , pyridyl, benzof uranyl , and indolyl, 
and said cyclic group optionally being singly or 
multiply substituted by -Q\) 

each Ar 4 cyclic group is independently selected 
from the set consisting of phenyl, tetrazolyl, 
pyridinyl, oxazolyl, naphthyl, pyr imidinyl , and 
thienyl, and said cyclic group optionally being singly 
or multiply substituted by -Q^; 

each Q-l is independently selected from the group 
consisting of -NH 2 , -Cl, -F, -Br, -OH, -Rg, -NH-R 5 
wherein R 5 is -C(O)-R 10 or -S(0) 2 - R9/ ~0R5 wherein R 5 is 
-C(O)-R 10 , -0R 9 , -NHR 9 , and 



O 
/ \ 

CH 2 , 

\ / 
O 



Y is O; 
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wherein each R 9 and R 10 are independently a -C-l_ 6 
straight or branched alkyl group optionally substituted 
with -Ar 3 wherein Ar 3 is phenyl; - 

5 provided that when -Ar 3 is substituted with a Q 1 

group which comprises one or more additional -Ar 3 
groups, said additional -Ar 3 groups are not substituted 
with another -Ar 3 . 

26. A compound represented by the formula: 

O 

OR 13 

H 



10 



(ii; 



Rr 




wherein : 

m is 1 or 2; 



15 



Ri is : 



Y 2 



lelO) 




H °Q^\ 



R 3 is -CO-Ar 2 ; 



20 



R 5 is selected from the group consisting of: 
-C (0) -R 10 , 
-C (O) 0-R 9 , 
R 10 



/ 



-C (0) -N 



\ 



R 10' 
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-S (O) 2 -R 9 , 

-C (O) -CH 2 -0-R 9 , 

-C (O) C (O) -Rio, 

" R 9, 

5 -H, and 

-C (O) C (O) -OR 10f 

X 5 is CH; 

Y 2 is H 2 or O; 

each R 9 is independently selected from the group 
10 consisting of -Ar 3 and a ~C 1 _ 6 straight or branched 

alkyl group optionally substituted with -Ar 3 , wherein 
the ~C 1 _ 6 alkyl group is optionally unsaturated; 

each R 10 is independently selected from the group 
consisting of -H, -Ar 3 , a -C 3 _ 6 cycloalkyl group, and a 
15 ~ c l-6 straight or branched alkyl group optionally 

substituted with -Ar 3 , wherein the ~C 1 _ 6 alkyl group is 
optionally unsaturated; 



R 13 is selected from the group consisting of H, 
Ar 3 , and a C 1 _ 6 straight or branched alkyl group 
optionally substituted with -Ar 3 , -CONH 2 , -OR 5/ -OH, 
-OR 9 , or -C0 2 H; 



20 



OR 13 is optionally -N(H)-OH; 

each R 21 is independently selected from the group 
consisting of -H or a -C ± _ 6 straight or branched alkyl 
25 group; 



Ar 2 is independently selected from the following 
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group, in which any ring may optionally be singly or 
multiply substituted by -Q 1 or phenyl, optionally 
substituted by Q-^ : 



(hh) 




wherein each Y is independently selected from the 
group consisting of O and S; 

each Ar 3 is a cyclic group independently selected 
10 from the set consisting of an aryl group which contains 

6, 10, 12, or 14 carbon atoms and between 1 and 3 rings 
and an aromatic heterocycle group containing between 5 
and 15 ring atoms and between 1 and 3 rings, said 
heterocyclic group containing at least one heteroatom 
15 group selected from -0-, -S-, -SO-, S0 2 , =N-, and -NH-, 

-NCR^)-, and -N(R 9 )- said heterocycle group optionally 
containing one or more double bonds, said heterocycle 
group optionally comprising one or more aromatic rings, 
and said cyclic group optionally being singly or 
20 multiply substituted by -Qi; 

each Ar 4 is a cyclic group independently selected 
from the set consisting of an aryl group which contains 
6, 10, 12, or 14 carbon atoms and between 1 and 3 
rings, and a heterocycle group containing between 5 and 
25 15 ring atoms and between 1 and 3 rings, said 

heterocyclic group containing at least one heteroatom 
group selected from -0-, -S-, -SO-, S0 2 , =N-, -NH-, 
-N(R 5 )-, and -N(R 9 )- said heterocycle group optionally 
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containing one or more double bonds, said heterocycle 
group optionally comprising one or more aromatic rings, 
and said cyclic group optionally being singly or 
multiply substituted by -Qi; 

5 each Q 1 is independently selected from the group 

consisting of -NH 2 , -C0 2 H, -CI, - F, -Br, -I, -N0 2 , -CN, 
=0, -OH, -perfluoro C ± _ 3 alkyl, R 5 , -OR 5 , -NHR 5 , -OR 9 , 
-NHR 9 , -R 9 , -C(O)-R 10 , and 
0 

10 / \ 

CH 2 ; 

\ / 

0 

15 provided that when -Ar 3 is substituted with a Q 1 

group which comprises one or more additional -Ar 3 
groups, said additional -Ar 3 groups are not substituted 
with another -Ar 3 . 

27. A compound represented by the formula: 

O 




wherein : 

m is 1 or 2 ; 



R x is : 
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(elO) 




R 3 is -C (O) -CH 2 -T 1 -R 11 and R 11 is - (CH 2 ) 1 . 3 -Ar 4 ; 

R 5 is selected from the group consisting of: 
-C (O) -R 10 , 
-C (O) O-Rg, 

R 10 

/ 

-C (O) -N 

\ 

R 10' 
-S (O) 2-R9/ 
-C (O) -CH 2 -0-R 9 , 
-C (O) C (O) -Rio, 
" R 9, 

-H, and 

-C (O) C (O) -OR 10/ 
X 5 is CH; 
Y 2 is H 2 or O; 

each T]_ is independently selected from the group 
consisting of -0-, -S-, -S(O)-, and -S(0) 2 -; 

each R 9 is independently selected from the group 
consisting of -Ar 3 and a -C x _ 6 straight or branched 
alkyl group optionally substituted with -Ar 3 , wherein 
the ~C 1 _ 6 alkyl group is optionally unsaturated; 



each R 10 is independently selected from the group 
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consisting of -H, -Ar 3 , a -C 3 _ 6 cycloalkyl group, and a 
~ c l-6 straight or branched alkyl group optionally 
substituted with -Ar 3 , wherein the ~C 1 _ 6 alkyl group is 
optionally unsaturated; 

5 R 13 is selected from the group consisting of H, 

Ar 3 , and a C 1 _ 6 straight or branched alkyl group 
optionally substituted with -Ar 3 , -CONH 2 , ~OR 5 , -OH, 
-OR g , or -C0 2 H; 

OR 13 is optionally -N(H)-OH; 

10 each R 21 is independently selected from the group 

consisting of -H or a -C 1 _ 6 straight or branched alkyl 
group; 

each Ar 3 is a cyclic group independently selected 
from the set consisting of an aryl group which contains 
6, 10, 12, or 14 carbon atoms and between 1 and 3 rings 
and an aromatic heterocycle group containing between 5 
and 15 ring atoms and between 1 and 3 rings, said 
heterocyclic group containing at least one heteroatom 
group selected from -0-, -S-, -SO-, S0 2 / =N-, and -NH-, 
-N(R 5 )-, and -N(R g )- said heterocycle group optionally 
containing one or more double bonds, said heterocycle 
group optionally comprising one or more aromatic rings, 
and said cyclic group optionally being singly or 
multiply substituted by -Q]_; 

25 each Ar^ is a cyclic group independently selected 

from the set consisting of an aryl group which contains 
6, 10, 12, or 14 carbon atoms and between 1 and 3 
rings, and a heterocycle group containing between 5 and 
15 ring atoms and between 1 and 3 rings, said 



15 



20 
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heterocyclic group containing at least one heteroatom 
group selected from -O-, -S-, -SO-, S0 2 , =N-, -NH-, 
-N(R 5 )-, and -N ( Rg ) - said heterocycle group optionally 
containing one or more double bonds, said heterocycle 
5 group optionally comprising one or more aromatic rings, 

and said cyclic group optionally being singly or 
multiply substituted by -Q^; 

each Q 1 is independently selected from the group 

consisting of -NH 2 , -C0 2 H, -CI, - F, -Br, -I, -N0 2 , -CN, 

10 =0, -OH, -perfluoro C ± _ 3 alkyl, -R 5 , -0R 5 , -NHR 5 , -OR 9 , 

-NHR g , -R 9 , -C(O)-R 10 , and 

O 
/ \ 

CH 2 ; 

15 \ / 

0 

provided that when -Ar 3 is substituted with a Q ± 
group which comprises one or more additional -Ar 3 
20 groups, said additional -Ar 3 groups are not substituted 

with another -Ar 3 . 

28. The compound according to claims 26 or 
21, wherein R 5 is selected from the group consisting 
of : 

25 -C (0) -Rio, 

-C(0)0-R 9 , and 
-C (0) -NH-R 10 . 

29. The compound according to claim 28, 

wherein : 



30 



m is 1 ; 
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T 1 is O or S; 

R 13 is H or a C 1 _ 4 straight or branched alkyl group 
optionally substituted with -Ar 3 , -OH, -0R 9 , -C0 2 H, 
wherein the R 9 is a C 1 _ 4 branched or straight chain 
5 alkyl group; wherein Ar 3 is morpholinyl or phenyl, 

wherein the phenyl is optionally substituted with Q 1 ; 

R 2i is -H or -CH 3 ; 

Ar 2 is (hh) ; 

Y is 0; 

each Ar 3 cyclic group is independently selected 
from the set consisting of phenyl, naphthyl, thienyl, 
quinolinyl, i soquinol inyl , pyrazolyl, thiazolyl, 
isoxazolyl , benzot riazolyl , benzimidazolyl , 
thieno thienyl , imidazolyl , thiadiazolyl, 

benzo [b] thiophenyl, pyridyl, benzof uranyl , and indolyl, 
and said cyclic group optionally being singly or 
multiply substituted by -Qi; 

each Ar 4 cyclic group is independently selected 
20 from the set consisting of phenyl, tetrazolyl, 

pyridinyl, oxazolyl, naphthyl, pyrimidinyl, and 
thienyl, and said cyclic group optionally being singly 
or multiply substituted by -Qx'' 

each is independently selected from the group 
25 consisting of -NH 2 , -CI, -F, -Br, -OH, -R 9 , -NH-R 5 

wherein R 5 is -C (0) -R 10 or ~S (0) 2 -R 9 , -0R 5 wherein R 5 is 
-C(O)-R 10 , -OR9, -NHR9 , and 




10 



15 
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O 
/ \ 

CH 2 , 

\ / 

5 0 

wherein each Rg and R 10 are independently a -C 1 _ 6 
straight or branched alkyl group optionally substituted 
with -Ar 3 wherein Ar 3 is phenyl; 

10 provided that when -Ar 3 is substituted with a Q x 

group which comprises one or more additional -Ar 3 

groups, said additional -Ar 3 groups are not substituted 
with another -Ar 3 . 

30. The compound according to claims 26 or 
15 27, wherein R 5 is selected from the group consisting 

of: 

-S (O) 2-R9/ 
-S (O) 2 -NH-R 10 , 
-C (O) -C (O) -R 10 , 
20 -Rg, and 

-C (O) -C (O) -OR 10 . 

31. The compound according to claim 30, 

wherein : 

m is 1 ; 

25 

T x is O or S; 

R 13 is H or a Cj__4 straight or branched alkyl group 
optionally substituted with -Ar 3 , -OH, -OR 9 , -C0 2 H, 
wherein the R 9 is a C 1 _^ branched or straight chain 
30 alkyl group; wherein Ar 3 is morpholinyl or phenyl, 
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wherein the phenyl is optionally substituted with Q±; 
R 21 is -H or ~CH 3 ; 
Ar 2 is (hh) ; 
Y is O; 

5 

each Ar 3 cyclic group is independently selected 
from the set consisting of phenyl, naphthyl, thienyl, 
quinolinyl, isoquinolinyl, pyrazolyl, thiazolyl, 
isoxazolyl, benzotriazolyl, benzimidazolyl , 
10 thienothienyl, imidazolyl , thiadiazolyl , 

benzo [b] thiophenyl, pyridyl, benzof uranyl , and indolyl, 
and said cyclic group optionally being singly or 
multiply substituted by -Qi; 

each Ar 4 cyclic group is independently selected 
15 from the set consisting of phenyl, tetrazolyl, 

pyridinyl, oxazolyl, naphthyl, pyrimidinyl, and 
thienyl, and said cyclic group optionally being singly 
or multiply substituted by -O^; 

each Q 1 is independently selected from the , group 

20 consisting of -NH 2 , -CI, -F, -Br, ~0H, -R 9 , -NH-R 5 

wherein R 5 is -C(O)-R 10 or -S (O) 2~ R 9' -0R 5 wherein R 5 is 

-C(O)-R 10 , -0R 9 , -NHR 9 , and 

0 
/ \ 

25 CH 2 , 

\ / 
0 



wherein each R 9 and R 10 are independently a ~C 1 _ 6 
straight or branched alkyl group optionally substituted 
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with -Ar 3 wherein Ar 3 is phenyl; 

provided that when -Ar 3 is substituted with a Q x 

group which comprises one or more additional -Ar 3 

groups, said additional -Ar 3 groups are not substituted 
with another -Ar 3 . 

32. A compound represented by the formula: 

O 

OR13 
H 

wherein : 

m is 1 or 2 ; 

R 1 is : 



(elO) 




R 3 is -C (O) -CH 2 -T 1 -R 11 ; T x is O; and R X1 is 
-C (O) -Ar 4 ; 

R 5 is selected from the group consisting of: 
-S (O) 2 -R 9 , 
-S (O) 2 -NH-R 10 , 
-C (O) -C (O) -R 1Q/ 
-Rg, and 
-C (O) -C (O) -OR 10 ; 




X 5 is CH; 



AO-OSS5a2 
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15 



20 



Y 2 is H 2 or 0; 

each R 9 is independently selected from the group 
consisting of -Ar 3 and a ~C 1 _ 6 straight or branched 
alkyl group optionally substituted with -Ar 3 , wherein 
the ~C 1 _ 6 alkyl group is optionally unsaturated; 

each R 10 is independently selected from the group 
consisting of -H, -Ar 3 , a -C 3 _ 6 cycloalkyl group, and a 
-C]__6 straight or branched alkyl group optionally 
substituted with -Ar 3 , wherein the ~C 1 _ 6 alkyl group is 
optionally unsaturated; 

R 13 is selected from the group consisting of H, 
Ar 3 , and a C 1 _ 6 straight or branched alkyl group 
optionally substituted with -Ar 3 , -CONH 2 , -OR 5/ -OH, 
-OR 9 , or -C0 2 H; 

OR 13 is optionally -N(H)-OH; 

each R 21 is independently selected from the group 
consisting of -H or a -C 1 _ 6 straight or branched alkyl 
group ; 

each Ar 3 is a cyclic group independently selected 
from the set consist ing . of an aryl group which contains 
6, 10, 12, or 14 carbon atoms and between 1 and 3 rings 
and an aromatic heterocycle group containing between 5 
and 15 ring atoms and between 1 and 3 rings, said 
heterocyclic group containing at least one heteroatom 
group selected from -0-, -S-, -SO-, S0 2 , -N- , and -NH-, 
-N(R 5 )-, and -N ( Rg ) - said heterocycle group optionally 
containing one or more double bonds, said heterocycle 
group optionally comprising one or more aromatic rings, 



.il'iQOS'SH-iSlS 1 
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15 
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and said cyclic group optionally being singly or 
multiply substituted by -Qi; 

each Ar 4 is a cyclic group independently selected 
from the set consisting of an aryl group which contains 
6, 10, 12, or 14 carbon atoms and between 1 and 3 
rings, and a heterocycle group containing between 5 and 
15 ring atoms and between 1 and 3 rings, said 
heterocyclic group containing at least one heteroatom 
group selected from -0-, -S-, -SO-, S0 2 , =N-, -NH-, 
-N(R 5 )-, and — N ( Rg ) - said heterocycle group optionally 
containing one or more double bonds, said heterocycle 
group optionally comprising one or more aromatic rings, 
and said cyclic group optionally being singly or 
multiply substituted by -Q]_; 

each Q 1 is independently selected from the group 
consisting of -NH 2 , -C0 2 H, -CI, -F, -Br, -I, -N0 2 , -CN, 
=0, -OH, -perfluoro C 1 _ 3 alkyl, R 5 , -0R 5 , -NHR 5 , -OR 9 , 
-NHR 9 , -R g , -C{O)-R 10 , and 



O 
/ \ 

CH 2 ; 

\ / 
. O 



provided that when -Ar 3 is substituted with a Q ± 
group which comprises one or more additional -Ar 3 
groups, said additional -Ar 3 groups are not substituted 
with another -Ar 3 . 



33. A compound represented by the formula: 
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O 

OR13 
H 

wherein : 

m is 1 or 2; 

is: a 



(elO) 




R 3 is -C(0)-H; 

R5 is selected from the group consisting of: 

-S (O) 2 -R 9 , 

-S (0) 2 -NH-R 10 , 

-C (O) -C (O) -R 10 , 

-R9, and 

-C (O) -C (0) -OR 10 ; 

X 5 is CH; 

Y 2 is H 2 or O; 

each Rg is independently selected from the group 
consisting of -Ar 3 and a -C 1 _ 6 straight or branched 
alkyl group optionally substituted with -Ar 3 , wherein 
the -C 1 _ 6 alkyl group is optionally unsaturated; 

each R 10 is independently selected from the group 
consisting of -H, -Ar 3 , a ~C 3 _ 6 cycloalkyl group, and a 
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~ c l-6 straight or branched alkyl group optionally 
substituted with -Ar 3 , wherein uhe -C^_§ alkyl group is 
optionally unsaturated; 

R 13 ^ s selected from the group consisting of H, 
5 Ar 3 , and a C 1 _q straight or branched alkyl group 

optionally substituted with -Ar 3 , -CONH 2 , ~OR 5 , -OH, 
-0R 9 , or -C0 2 H; 

OR 13 is optionally -N(H)-OH; 

each R 21 is independently selected from the group 
10 consisting of -H or a -C 1 _ 6 straight or branched alkyl 

group; 

each Ar 3 is a cyclic group independently selected 
from the set consisting of an aryl group which contains 
6, 10, 12, or 14 carbon atoms and between 1 and 3 rings 
and an aromatic heterocycle group containing between 5 
and 15 ring atoms and between 1 and 3 rings, said 
heterocyclic group containing at least one heteroatom 
group selected from -O-, -S-, -SO-, S0 2 , =N-, and -NH-, 
-N(R 5 )-, and -N(Rg)- said heterocycle group optionally 
containing one or more double bonds, said heterocycle 
group optionally comprising one or more aromatic rings, 
and said cyclic group optionally being singly or 
multiply substituted by -Qi; 

each Q 1 is independently selected from the group 
25 consisting of -NH 2 , -C0 2 H, -CI, - F, -Br, -I, -N0 2 , -CN, 

=0, -OH, -perfluoro C ± _ 3 alkyl, R 5 , -OR 5 , -NHR 5 , -OR g , 
~NHR 9 , -R 9 , -C(O)-R 10 , and 
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O 
/ \ 

CH 2 ; 

\ / 
O 



provided that when -Ar 3 is substituted with a Q 1 
group which comprises one or more additional -Ar 3 
groups, said additional -Ar 3 groups are not substituted 
with another -Ar 3 . 



34 . The compound according to claims 32 or 



33, wherein: 
m is 1 ; 

R 13 is H or a C 1 _ 4 straight or branched alkyl group 
optionally substituted with -Ar 3 , -OH, -OR 9 , -C0 2 H, 
wherein the R 9 is a C 1 _ 4 branched or straight chain 
alkyl group; wherein Ar 3 is morpholinyl or phenyl, 
wherein the phenyl is optionally substituted with Q 1 ; 

R 2 i is -H or -CH 3 ; 

each Ar 3 cyclic group is independently selected 
from the set consisting of phenyl, naphthyl, thienyl, 
quinolinyl, isoquinol inyl , pyrazolyl, thiazolyl, 
isoxazolyl, benzotriazolyl, benzimidazolyl , 
thieno thienyl , imidazolyl , thiadiazolyl, 

benzo [b] thiophenyl, pyridyl, benzo f urany 1 , and indolyl, 
and said cyclic group optionally being singly or 
multiply substituted by -Q]_; 



30 



each Ar 4 cyclic group is independently selected 
from the set consisting of phenyl, tetrazolyl, 
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pyridinyl, oxazolyl, naphthyl, pyrimidinyl, and 
thienyl, and said cyclic group optionally being singly 
or multiply substituted by -Q]_; 

each Q 1 is independently selected from the group 
consisting of -NH 2 , -CI, -F, -Br, -OH, -R 9 , -NH-R 5 
wherein R 5 is -C (0) -R 10 or -S (0) 2 _R 9/ " OR 5 wherein R 5 is 
-C(O)-R 10 , -0R 9 , -NHR g , and 



O 
/ \ 

CH 2 , 

\ / 
0 



wherein each R 9 and R 10 are independently a -C 1 _ 6 
straight or branched alkyl group optionally substituted 
with -Ar 3 wherein Ar 3 is phenyl; 

provided that when -Ar 3 is substituted with a Q 1 
group which comprises one or more additional -Ar 3 
groups, said additional -Ar 3 groups are not substituted 
with another -Ar 3 . 



35. A compound represented by the formula: 



O 



(II) 




H 



wherein : 



m is 1 ; 



R]_ is : 
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R 3 is -CO-C^-T-l-R^ and R 1± is -Ar 4 ; 

R5 is selected from the group consisting of: 
-C (0) -R 10 , 
-C(0)0-R 9 , and 
-C (O) -NH-R 10 ; 

X 5 is CK; 

Y 2 is O; 

T x is 0 or S; 

each R g is independently selected from the group 
consisting of -Ar 3 and a ~C 1 _ 6 straight or branched 
alkyl group optionally substituted with -Ar 3 , wherein 
the ~C 1 _ 6 alkyl group is optionally unsaturated; 

each R 10 is independently selected from the group 
consisting of -H, -Ar 3 , a ~C 3 _ 6 cycloalkyl group, and a 
~ c l-6 straight or branched alkyl group optionally 
substituted with -Ar 3 , wherein the ~C X _ 6 alkyl group is 
optionally unsaturated; 

R 13 is H or a C]__ 4 straight or branched alkyl group 
optionally substituted with -Ar 3 , -OH, -OR 9/ -C0 2 H, 
wherein the R g is a C x _ 4 branched or straight chain 
alkyl group; wherein Ar 3 is morpholinyl or phenyl, 
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wherein the phenyl is optionally substituted with Q 1 ; 
R 21 is ~ H or ~" CH 3'* 

each Ar 3 cyclic group is independently selected 
from the set consisting of phenyl, naphthyl, thienyl, 
5 quinolinyl, isoquinol inyl , pyrazolyl, thiazolyl, 

isoxazolyl, benzotriazolyl , benzimidazolyl , 
thieno thienyl , imidazolyl , thiadiazolyl , 

benzo [b] thiophenyl, pyridyl, benzo f uranyl , and indolyl, 
and said cyclic group optionally being singly or 
10 . multiply substituted by -Q^; 

each Ar 4 cyclic group is independently selected 
from the set consisting of phenyl, tetrazolyl, 
pyridinyl, oxazolyl, naphthyl, pyrimidinyl, and 
thienyl, and said cyclic group optionally being singly 
15 or multiply substituted by -Q^; 

each Q 1 is independently selected from the group 
consisting of -NH 2 , -CI, - F, -Br, -OH, -R g , -NH-R 5 
wherein R 5 is -C(O)-R 10 or "~ s (O) 2~ R 9' ~ 0R 5 wherein R 5 is 
-C(O)-R 10 , -OR 9 , -NHR 9 , and 

20 O 

/ \ 

CH 2 , 

\ / 
O 

25 wherein each R 9 and R 10 are independently a -C 1 _ 6 

straight or branched alkyl group optionally substituted 
with -Ar 3 wherein Ar 3 is phenyl; 

provided that when -Ar 3 is substituted with a Q 1 
30 group which comprises one or more additional -Ar 3 
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groups, said additional -Ar 3 groups are not substituted 
with another -Ar 3 . 

36. A compound represented by the formula: 

O 



(XI) 




wherein : 

m is 1 ; 

Rj_ is : 



(elO) 




R 3 is -CO-CH 2 -T 1 -R 11 and R X1 is -Ar 4 ; 

R 5 is selected from the group consisting of: 
-S (0) 2 -R 9 , 

-S (O) 2 -NH-R 10/ 
-C (0) -C (0) -Rio, 
-Rg, and 
-C (O) -C (O) -OR 10 ; 

X 5 is CH; 

Y 2 is O; 



T 1 is O or S; 
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each R g is independently selected from the group 
consisting of -Ar 3 and a -C 1 _ 6 straight or branched 
alkyl group optionally substituted with -Ar 3 , wherein 
the alkyl group is optionally unsaturated; 

5 each R 10 is independently selected from the group 

consisting of -H, -Ar 3 , a -C 3 _ 6 cycloalkyl group, and a 
~ c l-6 straight or branched alkyl group optionally 
substituted with -Ar 3 , wherein the -C^.g alkyl group is 
optionally unsaturated; 

10 R]_3 is H or a C^_4 straight or branched alkyl group 

optionally substituted with -Ar 3 , -OH, -OR 9 , -C0 2 H, 
wherein the R 9 is a C 1 _ 4 branched or straight chain 
alkyl group; wherein Ar 3 is morpholmyl or phenyl, 
wherein the phenyl is optionally substituted with Q 1 ; 

15 R 21 is -H or -CH 3 ; 

each Ar 3 cyclic group is independently selected 
from the set consisting of phenyl, naphthyl, thienyl, 
quinolinyl, i soquinol iny 1 , pyrazolyl, thiazolyl, 
isoxazolyl, benzotr iazolyl , benz imidazolyl , 
20 thienothienyl , imidazolyl, thiadiazolyl , 

benzo [b] thiophenyl, pyridyl, benzof uranyl , and indolyl, 
and said cyclic group optionally being singly or 
multiply substituted by -Q]_; 

each Ar 4 cyclic group is independently selected 
25 from the set consisting of phenyl, tetrazolyl, 

pyridinyl, oxazolyl, naphthyl, pyrimidinyl, and 
thienyl, and said cyclic group optionally being singly 
or multiply substituted by -Q^; 
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each Q 1 is independently selected from the group 
consisting of -NH 2 , "CI, -F, -Br, -OH, -R 9 , -NH-R 5 
wherein R 5 is -C(O)-R 10 or ~S (O) 2~ R 9' " OR 5 wherein R 5 is 
-C(O)-R 10/ -OR 9 , --NHR9 , and 



O 
/ \ 

CH 2 , 

\ / 
O 



wherein each R 9 and R 10 are independently a -C^^ 
straight or branched alkyl group optionally substituted 
with -Ar 3 wherein Ar 3 is phenyl; 

provided that when -Ar 3 is substituted with a Q 1 
group which comprises one or more additional -Ar 3 
groups, said additional -Ar 3 groups are not substituted 
with another -Ar 3 . 

37 . The compound according to claim 7 
selected from the group consisting of: 



213e 




O 



302 





5 



38. The compound according to claims 8 or 
68, selected from the group consisting of: 
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605b 



605c 



605d 



605e 



605f 




.too s a S E H . O :L H eo 2 



5 




5 
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635 




40. The compound according to claims 8 or 
68, selected from the group consisting of: 



214c 




o 
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O 



418 




419 




420 




O 



422 




O 




5 



431 
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O 



458 




o 



459 




460 




O 




-a irh n kv: a;:;" ;::::u "zw 
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478 




479 




480 




o 
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o 



817d 




817e 



o 

o ( O ° 




885 



t, O OS 85P.2 - O :! Ef END H 
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o 



1007 




o 



1008 




o 



1009 
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O 



1012 
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O 



1018 
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O 



1024 
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1042 



1043 



1044 



1045 



1046 
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O 



1056 




O 



1057 




O 



1058 




o 



1059 




O 



1060 
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o 



1061 




o 



1062 




o 



1063 
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o 



1067 




o 



1068 




o 



1069 
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o 



1077 




o 



1078 




o 



1079 




o 



1080 




o 



1081 
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o 



1081s 




o 



1082 





o 



5 
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5 



1095 




5 



41. The compound according to claim 33 
selected from the group consisting of: 



# 
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an ICE inhibitor according to any one of claims 1-41 
and 57-135 in an amount effective for treating or 
preventing an IL- 1 -mediated disease and a 
pharmaceutically acceptable carrier . 



5 43. A pharmaceutical composition comprising 

an ICE inhibitor according to any one of claims 1-41 
and 57-135 in an amount effective for treating or 
preventing an apoptosis-mediated disease and a 
pharmaceutically acceptable carrier . 



10 44. The pharmaceutical composition according 

to claim 42, wherein the IL- 1 -mediated disease is an 
inflammatory disease selected from the group consisting 
of osteoarthritis, acute pancreatitis, chronic 
pancreatitis, asthma, and adult respiratory distress 

15 syndrome. 



45. The pharmaceutical composition according 
to claim 44, wherein the inflammatory disease is 
osteoarthritis or acute pancreatitis. 



46. The pharmaceutical composition according 
20 to claim 42, wherein the IL-l-mediated disease is an 

autoimmune disease selected from the group consisting 
of glomeralonephritis, rheumatoid arthritis, systemic 
lupus erythematosus, scleroderma, chronic thyroiditis, 
Grave's disease, autoimmune gastritis, insulin- 
25 dependent diabetes mellitus (Type I), autoimmune 

hemolytic anemia, autoimmune neutropenia, 
thrombocytopenia, chronic active hepatitis, myasthenia 
gravis, inflammatory bowel disease, Crohn's disease, 
psoriasis, and graft vs host disease. 



i a::;;; .ic. Z"v 
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47. The pharmaceutical composition according 
to claim 46, wherein the autoimmune disease is 
rheumatoid arthritis, inflammatory bowel disease, or 
Crohn's disease, or psoriasis. 

5 48. The pharmaceutical composition according 

to claim 42, wherein the IL- 1-mediated disease is a 
destructive bone disorder selected from the group 
consisting of osteoporosis or multiple myeloma-related 
bone disorder. 

10 49. The pharmaceutical composition according 

to claim 42, wherein the IL- 1-mediated disease is a 
proliferative disorder selected from the group 
consisting of acute myelogenous leukemia, chronic 
myelogenous leukemia, metastatic melanoma, Kaposi's 

15 sarcoma, and multiple myeloma. 

50. The pharmaceutical composition according 
to claim 42, wherein the IL- 1 -medi ated disease is an 
infectious disease, selected from the group consisting 
of sepsis, septic shock, and Shigellosis. 

20 51. The pharmaceutical composition according 

to claim 42, wherein the IL- 1 -media ted disease is a 
degenerative or necrotic disease, selected from the 
group consisting of Alzheimer's disease, Parkinson's 
disease, cerebral ischemia, and myocardial ischemia. 

25 52. The pharmaceutical composition according 

to claim 51, wherein the degenerative disease is 
Alzheimer' s disease . 



The pharmaceutical 



compos i t ion according 
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15 



20 



25 



to claim 43, wherein the apoptosis-mediated disease is 
a degenerative disease, selected from the group 
consisting of Alzheimer's disease, Parkinson's disease, 
cerebral ischemia, myocardial ischemia, spinal muscular 
atrophy, multiple sclerosis, AIDS-related encephalitis, 
HIV-related encephalitis, aging, alopecia, and 
neurological damage due to stroke. 



inhibiting an ICE-mediated function comprising an ICE 
inhibitor according to any one of claims 1-41 and 57- 
135 and a pharmaceut ically acceptable carrier. 



disease selected from the group consisting of an IL-1 
mediated disease, an apoptosis mediated disease, an 
inflammatory disease, an autoimmune disease, a 
destructive bone disorder, a proliferative disorder, an 
infectious disease, a degenerative disease, a necrotic 
disease, osteoarthritis, pancreatitis, asthma, adult 
respiratory distress syndrome, glomeralonephri t is , 
rheumatoid arthritis, systemic lupus erythematosus, 
scleroderma, chronic thyroiditis, Grave's disease, 
autoimmune gastritis, insulin-dependent diabetes 
mellitus (Type I), autoimmune hemolytic anemia, 
autoimmune neutropenia, thrombocytopenia, chronic 
active hepatitis, myasthenia gravis, inflammatory bowel 
disease, Crohn's disease, psoriasis, graft vs host 
disease, osteoporosis, multiple myeloma-related bone 
disorder, acute myelogenous leukemia, chronic 
myelogenous leukemia, metastatic melanoma, Kaposi's 
sarcoma, multiple myeloma, sepsis, septic shock, 
Shigellosis, Alzheimer's disease, Parkinson's disease, 
cerebral ischemia, myocardial ischemia, spinal muscular 



54. A pharmaceutical composition for 



55. A method for treating or preventing a 



..1DDG S Si 



a i 
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atrophy, multiple sclerosis, AIDS-related encephalitis, 
HIV-related encephalitis, aging, alopecia, and 
neurological damage due to stroke in a patient 
comprising the step of administering to said patient a 
5 pharmaceutical composition according to any one of 

claims 42 to 54. 

56. The method according to claim 55, 
wherein the disease is selected from the group 
consisting of osteoarthritis, acute pancreatitis, 

10 rheumatoid arthritis, inflammatory bowel disease, 

Crohn's disease, psoriasis, and Alzeheimer' s disease. 

57. A compound represented by the formula: 



(III) 



15 



R 1 -N-R 2 
H 



wherein : 



is selected from the group consisting of the 
following formulae : 



20 



Y 2 



(elO) 




R21 

H O r 



:ell) 




Rs- 



5 




10 ring C is chosen from the group consisting of 

benzo, pyrido, thieno, pyrrolo, furano, thiazolo, 
isothiazolo, oxazolo, isoxazolo, pyrimido, imidazolo, 
cyclopentyl, and cyclohexyl; 



R 2 is : 



vioosiesss 



012802 
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o 



(a) 




or 



o 



(b) 




15 
20 

Re 

25 ~CH 3 ; 



is 1 or 2; 

ch R 5 is independently selected from the group 
ing of: 

-C (0) -R 10/ 

-C (O) 0-R 9 , 

-C (O) -N(R 10 ) (R 10 ) 

-S (O) 2 ~R 9 , 

-S (O) 2 -NH-R 10/ 

-C (O) -CH 2 -0-R g , 

-C(O)C(O)-R 10/ 



-H, 

-C (O) C (O) -OR 10# and 
-C(0)C(0)-N(R 9 ) (R 10 ) ; 

is CH or N; 

is H 2 or O; 

is -N(R 8 )- or -O-; 

is selected from the group consisting of -H and 
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R 8 is selected from the group consisting of: 
-C(O) -R 10 , 
-C(0)0-R 9 , 
-C(O)-N(H)-R 10 , 
-S (0) 2 «R 9/ 
-S (O) 2 -NH-R 10 , 
-C (0) -CH 2 -OR 10 , 
-C(O)C(O)-R 10 ; 
-C(O)-CH 2 N(R 10 ) (R 10 ) , 
-C (O) -CH 2 C (0) -O-R9, 
-C (O) -CH 2 C (O) -R 9 , 
-H, and 

-C (O) -C (O) -OR 10 ; 

each R 9 is independently selected from the group 
consisting of -Ar 3 and a ~C 1 _ 6 straight or branched 
alkyl group optionally substituted with -Ar 3 , wherein 
the -C 1 _ 6 alkyl group is optionally unsaturated; 

each R 10 ^ s independently selected from the group 
consisting of -H, -Ar 3 , a ~C 3 _ 6 cycloalkyl group, and a 
-C 1 _^ straight or branched alkyl group optionally 
substituted with -Ar 3 , wherein the -C 1 _ 6 alkyl group is 
opt ional ly unsaturated; 

R 13 is selected from the group consisting of H, 
Ar 3 , and a -C]__ 6 straight or branched alkyl group 
optionally substituted with -Ar 3 , -CONH 2 , -OR 5 , -OH, 
-OR9, or -C0 2 H; 

each R 51 is independently selected from the group 
consisting of R 9 , -C(0)-R 9 , ~C (0) -N (H) -R 9 , or each R 51 
taken together forms a saturated 4-8 member carbocyclic 
ring or heterocyclic ring containing -0-, -S-, or -NH- ; 
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each R 21 is independently selected from the group 
consisting of -H or a ~C 1 ^£ straight or branched alkyl 
group; 

each Ar 3 is a cyclic group independently selected 
5 from the set consisting of an aryl group which contains 

6, 10, 12, or 14 carbon atoms and between 1 and 3 rings 
and an aromatic heterocycle group containing between 5 
and 15 ring atoms and between 1 and 3 rings, said 
heterocyclic group containing at least one heteroatom 

10 group selected from -O-, -S-, -SO-, S0 2 , =N-, and -NH-, 

said heterocycle group optionally containing one or 
more double bonds, said heterocycle group optionally 
comprising one or more aromatic rings, and said cyclic 
group optionally being singly or multiply substituted 

15 by -Q 1 ; 

each Q x is independently selected from the group 

consisting of -NH 2 , -C0 2 H, -CI, -F, -Br, -I, -N0 2 , -CN, 

=0, -OH, -perfluoro C ± _ 3 alkyl, R 5 , ~0R 5 , -NHR 5 , -0R 9 , 

20 -N(R g )(R 10 ), -R 9 , -C(O)-R 10 , and O 

/ \ 

CH 2 , 

\ / 
0 

25 

provided that when -Ar 3 is substituted with a Q 1 
group which comprises one or more additional -Ar 3 
groups, said additional -Ar 3 groups are not substituted 
with another -Ar 3 . 

30 58. The compound according to claim 57, 

wherein R 1 is (w2) . 



59. The compound according to claim 57, 
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wherein R 1 is (elO) and X 5 is CH . 

60. The compound according to claim 57, 
wherein R 1 is (elO) and X 5 is N. 

61. The compound according to claim 57, 
selected from the group consisting of: 

O 



2001 



2100a 



2100b 



2100c 




.1 0 '0 15' S Eli El! El! if I :t. 2 S O S 



864 - 



2100d 




OiPr 



and 



2100e 




wherein : 



62. A compound represented by the formula: 

O 

Ri— N^R 3 
H 



(IV) 



m is 1 or 2; 

R x is selected from the group consisting of the 
following formulae : 



10 



(elO-A) 



Y 2 



R21 



R 5 -N' 
H 




# 
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(ell) 



Rs-N' 




(el2) 




(w2) 



R 8 . 



Rs— N 
H 




R 6 



(yi) 




(y2) 




; and 



10 



(z) 




ring C is chosen from the group consisting of 
15 benzo, pyrido, thieno, pyrrolo, furano, thiazolo, 

isothiazolo, oxazolo, isoxazolo, pyrimido, imidazole 
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cyclopentyl, and cyclohexyl; 

R 3 is selected from the group consisting of: 
-CN, 

-C(0)-H, 

-C (O) -CH 2 -T r R n , 
-C (0) -CH 2 -F, 
-ON-O-R9, and 
-CO-Ar 2 ; 

each R 5 is independently selected from the group 
consisting of: 

-C (O) -R 10 / 

-C (O) O-R9, 

-C(0) -N(R 10 ) (Rio) 

-S (0) 2 " R 9' 

-S (O) 2 -NH-R 10/ 

-C (O) -CH 2 -0-R 9 , 

-C(O)C(O)-R 10/ 



-C (0) C (0) -OR 10 , and 
-C (0) C (0) -N(R 9 ) (Rio) ; 

Y 2 is H 2 or O; 

X 7 is -N (R 8 ) - or -0-; 

each T ± is independently selected from the group 
consisting of -0-, -S-, -S(0)-, and -S(0) 2 -; 

R 6 is selected from the group consisting of -H and 

-CH 3 ; 

R 8 is selected from the group consisting of: 
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-C(O)-R 10 , 
-C(0)0-R 9 , 
-C (O) -NH-R 10 , 
-S (O) 2-R9/ 
5 -S (O) 2 -NH-R 10 , 

-C (O) -CH 2 -OR 10 , 
-C (O) C (O) -R 10 , 
-C(O)-CH 2 -N(R 10 ) (R 10 ) , 
-C (O) -CH 2 C (O) -0-R 9 , 
10 -C (O) -CH 2 C (O) -R 9/ 

-H, and 

-C (O) -C (O) ~OR 10 ; 

each R g is independently selected from the group 
consisting of -Ar 3 and a -C 1 ^ 6 straight or branched 
15 alkyl group optionally substituted with -Ar 3 , wherein 

the -C 1 _£ alkyl group is optionally unsaturated; 

each R 10 is independently selected from the group 
consisting of -H, -Ar 3 , a -C 3 _ 6 cycloalkyl group, and a 
" c l-6 straight or branched alkyl group optionally 
20 substituted with -Ar 3 , wherein the -C x _ 6 alkyl group is 

optionally unsaturated; 

each R X1 is independently selected from the group 
consisting of : 
-Ar 4 , 

25 - (CH 2 ) i_ 3 -Ar 4 , 

-H, and 
-C (O) -Ar 4 ; 



30 



R 15 is selected from the group consisting of -OH, 
-0Ar 3 , -N(H)-OH, and -OCj^^g, wherein C 1 _ 6 is a straight 
or branched alkyl group optionally substituted wxth 




XOi-O 5 8.5 ini! 5 „ O J/3 BOH 
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15 



20 



-Ar 3 , -CONH 2 , -OR 5/ -OH, -0R 9 , or -C0 2 H; 

each R 21 is independently selected from the group 
consisting of -H or a ~C 1 _ 6 straight or branched alkyl 
group; 

Ar 2 is independently selected from the following 
group, in which any ring may optionally be singly or 
multiply substituted by -Q^ or phenyl, optionally 
substituted by Q 1 : 



wherein each Y is independently selected from the 
group consisting of O and S; 

each Ar 3 is a cyclic group independently selected 
from the set consisting of an aryl group which contains 
6, 10, 12, or 14 carbon atoms and between 1 and 3 rings 
and an aromatic heterocycle group containing between 5 
and 15 ring atoms and between 1 and 3 rings, said 
heterocyclic group containing at least one heteroatom 
group selected from -O-, -S-, -SO-, S0 2 , =N- , and -NH-, 
-N(R5>-, and -N(R 9 )- said heterocycle group optionally 
containing one or more double bonds, said heterocycle 
group optionally comprising one or more aromatic rings, 
and said cyclic group optionally being singly or 
multiply substituted by -Q]_; 




and 




each Ar 4 is a cyclic group independently selected 





O ia BO H 
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20 



from the set consisting of an aryl group which contains 
6, 10, 12, or 14 carbon atoms and between 1 and 3 
rings, and a heterocycle group containing between 5 and 
15 ring atoms and between 1 and 3 rings, said 
heterocyclic group containing at least one heteroatom 
group selected from -0-, -S-, -SO-, S0 2 , =N-, -NH-, 
-N(R 5 )-, and -N(R 9 )- said heterocycle group optionally 
containing one or more double bonds, said heterocycle 
group optionally comprising one or more aromatic rings, 
and said cyclic group optionally being singly or 
multiply substituted by ~Q±; 

each Q x is independently selected from the group 
consisting of -NH 2 , -C0 2 H, -CI, -F, -Br, -i, -N0 2 , -CN, 
=0, -OH, -perfluoro C 1 _ 3 alkyl, R 5 , -OR 5 , -NHR 5 , -OR 9 , 
-N(R 9 )(R 10 ), -R 9/ -C(O)-R 10 , and O 



provided that when -Ar 3 is substituted with a Q x 
group which comprises one or more additional -Ar 3 
groups, said additional -Ar 3 groups are not substituted 
with another -Ar 3 . 



63 . 



The compound according to claim 62, 



wherein R^ is (w2) . 



64 . 



The compound according to claim 62, 



wherein R 1 is (elO-A) . 



65. 



A compound represented by the formula: 
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(V) 



wherein : 



m is 1 or 2; 



R-, is : 



O 

Ri— N^R 3 
H 



(elO-B) 




R 3 is selected from the group consisting of: 
10 -CN, 

-C(0)-H, 

-C (O) -C^-Ti-Rn, 
-C (O) -CH 2 -F, 
-C=N-0-R 9 , and 
15 -CO-Ar 2 ; ' 

each R 5 is independently selected from the group 
consisting of: 

-C (O) -R 10 , 

-C (O) 0-R 9 , 
20 -C (O) -N(R 10 ) (R 10 ) 

-S (O) 2-R9, 

-S (O) 2 -NH-R 10 , 

-C (O) -CH 2 -0-R 9 , 

-C (O) C (O) -R 10( 
25 -R 9> 

-H, 
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-C (O) C (O) -OR 10 , and 
-C(0)C(0)-N(R 9 ) (R 10 ) ; 

Y 2 is H 2 or 0; 

5 each T 1 is independently selected from the group 

consisting of -O-, -S-, -S(0)-, and -S(0) 2 -; 

each R 9 is independently selected from the group 
consisting of -Ar 3 and a ~C 1 ^ 6 straight or branched 
10 alkyl group optionally substituted with ~Ar 3 , wherein 

the -Ci.g alkyl group is optionally unsaturated; 

each R 10 is independently selected from the group 
consisting of -H, -Ar 3 , a -C 3 _ 6 cycloalkyl group, and a 
~ c l-6 straight or branched alkyl group optionally 
15 substituted with -Ar 3 , wherein the -C x _ 6 alkyl group is 

optionally unsaturated; 

each R 1X is independently selected from the group 
consisting of: 
-Ar 4 , 

20 - (CH 2 ) i- 3 " Ar 4' 

-H, and 
-C (0) -Ar 4 ; 

R3_5 is selected from the group consisting of -OH, 
-OAr 3 , -N(H)-OH, and -0C 1 _ 6 , wherein C 1 _ 6 is a straight 
25 or branched alkyl group optionally substituted with 

-Ar 3 , -C0NH 2 , ~0R 5 , -OH, -0R 9 , or -C0 2 H; 

R 21 is -CH 3 ; 



Ar 2 is independently selected from the following 
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group, in which any ring may optionally be singly or 
multiply substituted by -Q ± or phenyl, optionally 
substituted by Q 1 : 




wherein each Y is independently selected from the 
group consisting of O and S; 

each Ar 3 is a cyclic group independently selected 
10 from the set consisting of an aryl group which contains 

6, 10, 12, or 14 carbon atoms and between 1 and 3 rings 
and an aromatic heterocycle group containing between 5 
and 15 ring atoms and between 1 and 3 rings, said 
heterocyclic group containing at least one heteroatom 
15 group selected from -0-, -S-, -SO-, S0 2 , =N-, and -NH- , 

-N(R 5 )-, and -N(R 9 )- said heterocycle group optionally 
containing one or more double bonds, said heterocycle 
group optionally comprising one or more aromatic rings, 
and said cyclic group optionally being singly or 
20 multiply substituted by -Q]_; 

each Ar 4 is a cyclic group independently selected 
from the set consisting of an aryl group which contains 
6, 10, 12, or 14 carbon atoms and between 1 and 3 
rings, and a heterocycle group containing between 5 and 
25 15 ring atoms and between 1 and 3 rings, said 

heterocyclic group containing at least one heteroatom 
group selected from -0-, -S-, -SO-, S0 2 , -N- , -NH-, 
-N(R 5 )-, and -N(R 9 )- said heterocycle group optionally 
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containing one or more double bonds, said heterocycle 
group optionally comprising one or more aromatic rings, 
and said cyclic group optionally being singly or 
multiply substituted by -Q^; 

each Q-l is independently selected from the group 

consisting of -NH 2 , -C0 2 H, -CI, - F, -Br, -I, -N0 2 , -CN, 

=0, -OH, -perfluoro C 1 _ 3 alkyl, R 5 , -0R 5 , -NHR 5 , -0R g , 

-N(R 9 )(R 10 ), -R 9 , -C(O)-R 10 , and O 

/ \ 

CH 2 ; 

\ / 
O 

provided that when -Ar 3 is substituted with a 
group which comprises one or more additional -Ar 3 
groups, said additional -Ar 3 groups are not substituted 
with another -Ar 3 . 

66. A compound represented by the formula: 
(V) 

wherein : 

m is 1 or 2 ; 
■ R 1 is: 

(elO-B) 

v 

R 3 is selected from the group consisting of: 
-CN, 





.1 111 O 5 S 5 El'iE ,„ O A S! STii S: 
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-C (0) -H, 

-C (O) -CH 2 -T 1 -R 11/ 
-C (O) -CH 2 -F, 
-C=N-0-R 9 , and 
5 -CO-Ar 2 ; 

each R 5 is -C (O) C (0) -OR 10 ; 

Y 2 is H 2 or O; 

each T 1 is independently selected from the group 
10 consisting of -O-, -S-, -S(O)-, and -S(0) 2 -; 

each R g is independently selected from the group 
consisting of -Ar 3 and a ~C 1 _ 6 straight or branched 
alkyl group optionally substituted with -Ar 3 , wherein 
the -Ci«6 alkyl group is optionally unsaturated; 

15 each R 10 is independently selected from the group 

consisting of -H, -Ar 3 , a -C 3 _ 6 cycloalkyl group, and a 
" c l-6 straight or branched alkyl group optionally 
substituted with -Ar 3 , wherein the -C 1-6 alkyl group is 
optional ly unsaturated; 

20 each R 11 is independently selected from the group 

consisting of: 
-Ar 4 , 

- (CH 2 ) !_ 3 -Ar 4/ 
-H/ and 
25 -C(0)-Ar 4 ; 



R 15 is selected from the group consisting of -OH, 
-OAr 3 , -N(H)-OH, and -0C 1 _ 6 , wherein C 1 _ e is a straight 
or branched alkyl group optionally substituted with 



jl o osssae 



O :JLE! SO fg. 
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-Ar 3 , -C0NH 2 , -OR 5/ -OH, -OR 9 , or -C0 2 H; 

each R 21 is independently selected from the group 
consisting of -H or a -C 1-6 straight or branched alkyl 
group; 

Ar 2 is independently selected from the following 
group, in which any ring may optionally be singly or 
multiply substituted by -Q x or phenyl, optionally 
substituted by Qj_ : 



wherein each Y is independently selected from the 
group consisting of O and S; 

each Ar 3 is a cyclic group independently selected 
from the set consisting of an aryl group which contains 
6, 10, 12, or 14 carbon atoms and between 1 and 3 rings 
and an aromatic heterocycle group containing between 5 
and 15 ring atoms and between 1 and 3 rings, said 
heterocyclic group containing at least one heteroatom 
group selected from -0-, -S-, -SO-, S0 2 , =N-, and -NH-, 
-N(R 5 )-, and -N(R 9 )- said heterocycle group optionally 
containing one or more double bonds, said heterocycle 
group optionally comprising one or more aromatic rings, 
and said cyclic group optionally being singly or 
multiply substituted by ~Q±; 




and 




each Ar 4 is a cyclic group independently selected 
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from the set consisting of an aryl group which contains 
6, 10, 12, or 14 carbon atoms and between 1 and 3 
rings, and a heterocycle group containing between 5 and 
15 ring atoms and between 1 and 3 rings, said 
5 heterocyclic group containing at least one heteroatom 

group selected from -0-, -S-, -SO-, S0 2 , — N- , -NH-, 
-N(R 5 )-, and -N(R 9 )- said heterocycle group optionally 
containing one or more double bonds, said heterocycle 
group optionally comprising one or more aromatic rings, 
10 and said cyclic group optionally being singly or 

multiply substituted by -Q^; 

each Q2 is independently selected from the group 
consisting of -NH 2 # -C0 2 H, -CI, -F, -Br, -I, -N0 2 , -CN, 
=0, -OH, -perfluoro C ± _ 3 alkyl, R 5 , -OR 5 , -NHR 5 , -0R 9 , 

15 -N(R 9 )(R 10 ), -R 9 , -C(O)-R 10 , and O 

/ \ 

CH 2 ; 

\ / 
0 

20 provided that when -Ar 3 is substituted with a Q 1 

group which comprises one or more additional -Ar 3 
groups, said additional -Ar 3 groups are not substituted 
with another -Ar 3 . 

67. The compound according to claim 66, 
25 wherein R 21 is -CH 3 . 

68. A compound represented by the formula: 

(V) 

wherein : 
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R 3 is selected from the group consisting of: 
-CN, 

-C (0) -H, 

-C(0)-CH 2 -T 1 -R 11 , 
-C (O) -CH 2 -F, 
-C=N-0-R 9 , and 
-C0-Ar 2 ; 

each R 5 is independently selected from the group 
consisting of: 

-C (0) -R 10 , 

-C (0) O-Rg, 

-C(O)-N(R 10 ) (Rio) 

-S (0) 2-R9' 

-S (0) 2 -NH-R 10 , 

-C (0) -CH 2 -0-R 9 , 

-C(O)C(O)-R 10 , 

- R 9, 
-H, 

-C (0) C (0) -OR 10( and 
-C(0)C(0)-N(R 9 ) (Rio) ; 



Y 2 is H 2 or 0; 



15 a 5 Ei 



O BOB 
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each T x is independently selected from the group 
consisting of -0-, -S-, -S(0)-, and -S(0) 2 -; 

each R g is independently selected from the group 
5 consisting of -Ar 3 and a ~C 1 _ 6 straight or branched 

alkyl group optionally substituted with -Ar 3 , wherein 
the -C 1 _ 6 alkyl group is optionally unsaturated; 

each R 10 is independently selected from the group 
consisting of -H, -Ar 3 , a ~C 3 _ 6 cycloalkyl group, and a 
10 ~ c i-6 straight or branched alkyl group optionally 

substituted with -Ar 3 , wherein the -C x _ 6 alkyl group is 
optionally unsaturated; 

each R 11 is independently selected from the group 
consisting of: 
15 -Ar 4 , 

" (CH 2 ) i- 3 -Ar 4/ 
-H, and 
-C (O) -Ar 4 ; 

R 15 is selected from the group consisting of -OH, 
.20 -OAr 3 , -N(H)-OH, and ~OC 1 _ 6 , wherein C ± _ 6 is a straight 

or branched alkyl group optionally substituted with 
-Ar 3 , -CONH 2 , -OR 5 , -OH, -OR 9/ or -C0 2 H; 

each R 21 is independently selected from the group 
consisting of -H or a ~C 1 . 6 straight or branched alkyl 
25 group; 

Ar 2 is independently selected from the following 
group, m which any ring may optionally be singly or 
multiply substituted by -Q x or phenyl, optionally 
substituted by Q 1 : 



OJL El SO iir 
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(hh) 
(ii) 




and 



wherein each Y is independently selected from the 
5 group consisting of 0 and S; 

each Ar3 is a cyclic group independently selected 
from the set consisting of an aryl group which contains 
6, 10, 12, or 14 carbon atoms and between 1 and 3 rings 
and an aromatic heterocycle group containing between 5 

10 and 15 ring atoms and between 1 and 3 rings, said 

heterocyclic group containing at least one heteroatom 
group selected from -0-, -S-, -SO-, S0 2 , =N- , and -NH-, 
-N(R 5 )-, and -N(R g )- said heterocycle group optionally 
containing one or more double bonds, said heterocycle 

15 group optionally comprising one or more aromatic rings, 

and said cyclic group optionally being singly or 
multiply substituted by -Q]_; 

each Ar 4 is a cyclic group independently selected 
from the set consisting of an aryl group which contains 

20 6, 10, 12, or 14 carbon atoms and between 1 and 3 

rings, and a heterocycle group containing between 5 and 
15 ring atoms and between 1 and 3 rings, said 
heterocyclic group containing at least one heteroatom 
group selected from -0-, -S-, -SO-, S0 2 , =N-, -NH- , 

25 -N(R 5 )-, and -N(R 9 )- said heterocycle group optionally 

containing one or more double bonds, said heterocycle 
group optionally comprising one or more aromatic rings, 
and said cyclic group optionally being singly or 
multiply substituted by -Q^; 



.A O O SB Ml *;: J5 ill « O JL e SO 2 
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each Q]_ is independently selected from the group 

consisting of -NH 2 , -C0 2 H, -CI, - F, -Br, -I, -N0 2 , -CN, 

=0, -OH, -perfluoro C 1 _ 3 alkyl, R 5 , -OR 5 , -NHR 5 , -OR 9 , 

-N(R 9 )(R 10 ), -R 9 , -C(O)-R 10 , and O 
5 " / \ 

CH 2 ; 

\ / 
O 

provided that when -Ar 3 is substituted with a Q 1 
10 group which comprises one or more additional -Ar 3 

groups, said additional -Ar 3 groups are not substituted 
with another -Ar 3 ; 

provided that when: 

m is 1 ; 
15 R 15 is -OH; 

R 21 is -H; and 

Y 2 is O and R 3 is -C (O) -H, then R 5 cannot be: 
-C(0)-R^q/ wherein R 10 i- s ~ Ar 3 anc * tne Ar 3 cyclic 

group is phenyl, unsubs ti tuted by -Q± f 4- 
20 ( carboxymethoxy) phenyl , 2- f luorophenyl , 2-pyridyl, N- 

( 4 -methylpipera z ino ) me thylphenyl , or 

-C(0)-OR 9 , wherein R 9 is -CH 2 -Ar 3 , and the Ar 3 

cyclic group is phenyl, unsubs ti tuted by -Q]_; and when 

Y 2 is O, R 3 is -C (0) -CH 2 -T 1 -R 11 , T 1 is O, and R X1 
25 is Ar 4 , wherein the Ar 4 cyclic group is 5-(l-(4- 

chlorophenyl ) -3-tri f luoromethyl ) pyrazolyl ) , then R 5 
cannot be: 

-H; 

-C(O)-R 10 , wherein R 10 is -Ar 3 and the Ar 3 cyclic 
30 group is 4 -( dimethylaminomethyl ) phenyl , phenyl, 4- 

(carboxymethylthio) phenyl, 4- ( carboxyethyl thio ) phenyl, 



..I/O o s s 55i* .„, o .1. a a o ;a: 
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4- (carboxyethyl ) phenyl, 4- ( carboxypropyl ) phenyl, 2- 
fluorophenyl, 2-pyridyl, N-(4- 
methylpiperazino) methylphenyl , or 

-C(0)-OR 9 , wherein R 9 is isobutyl or -CH 2 -Ar 3 and 
5 the Ar 3 cyclic group is phenyl; 

and when R lx is Ar 4 , wherein the Ar 4 cyclic group 
is 5- ( l-phenyl-3-tr if luoromethyl ) pyrazolyl or 5- ( 1- ( 4- 
chloro-2-pyridinyl ) -3- tri f luoromethyl ) pyrazolyl , then 
R 5 cannot be: 

10 -C(0)~OR 9 , wherein R g is -CH 2 -Ar 3 , and the Ar 3 

cyclic group is phenyl; 

and when R 1X is Ar 4 , wherein the Ar 4 cyclic group 
is 5- ( 1- (2-pyridyl ) - 3- tri f luoromethyl ) pyrazolyl ) , then 
R 5 cannot be: 

15 -C(O)-R 10 , wherein R 10 is -Ar 3 and the Ar 3 cyclic 

group is 4 -( dimethylaminomethyl ) phenyl , or 

-C(0)-OR 9 , wherein R 9 is -CH 2 -Ar 3 , and the Ar 3 
cyclic group is phenyl, unsubs t i tuted by -Q 1 ; and when 

Y 2 is O, R 3 is -C (0) -CH 2 -T 1 -R 11 , T x is O, and R 1X 
20 is -C(0)-Ar 4/ wherein the Ar 4 cyclic group is 2,5- 

dichlorophenyl , then R5 cannot be: 

-C(O)-R 10 ' wherein R 10 is -Ar 3 and the Ar 3 cyclic 
group is 4 -( dime thylaminome thyl ) phenyl , 4- (N- 
morpholinomethyl ) phenyl , 4- (N- 
2 5 methylpiperazino) methyl) phenyl, 4- (N- (2- 

methyl) imidazolylmethyl ) phenyl, 5-benzimidazolyl , 5- 
benztriazolyl, N-carboethoxy-5-benztr iazolyl , N- 
car bo ethoxy- 5-benzimidazolyl , or 

-C(0)-ORg, wherein R 9 is -CH 2 -Ar 3 , and the Ar 3 
30 cyclic group is phenyl, unsubsti tuted by -Q]_, ; and when 



Y 2 is H 2 , R 3 is -C (O) -CH 2 -T 1 -R 11 , T 1 is O, and R xl 
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is -C(0)-Ar 4 , wherein the Ar 4 cyclic group is 2,5- 
dichlorophenyl , then R5 cannot be: 

-C(0).-OR 9 , wherein R 9 is -CH 2 -Ar 3 and the Ar 3 
cyclic group is phenyl. 

5 69. The compound according to claim 68, 

wherein R 21 is -CH 3 . 

70. The compound according to claim 68, 
wherein R 5 is -C (O) -C (O) -OR 10 . 

71. The compound according to claim 68, 
10 wherein R 5 is -C (O) -C (0) -OR 10 and R 21 is -CH 3 . 

72. The compound according to any one of 
claims 66, 67, 70 and 71, wherein R 3 is -C(0)-H. 

73. The compound according to any one of 
claims 65, 68 and 69, wherein R 3 is -C(0)-H. 

15 74. The compound according to claim 68, 

wherein: 

R 3 is -C (O) -H, and 

R 5 is -C(O)-R 10 , wherein: 

R 10 is Ar 3' wherein the Ar 3 cyclic group is phenyl 
20 optionally being singly or multiply substituted by: 

-F, 
-CI, 

-N(H)-R 5 , wherein -R 5 is -H or -C(O)-R 10 / wherein 
R 10 is a ~C 1 _ 6 straight or branched alkyl group 
25 optionally substituted with -Ar 3 , wherein Ar 3 is 
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phenyl , 

-N(Rg) (Riq)/ wherein R 9 and R 10 are independently 
~ c l-4 straight or branched alkyl group, or 

-O-R5, wherein R5 is H or a ~C ± _4 straight or 
branched alkyl group. 

75. The compound according to claim 74, 
wherein Ar 3 is phenyl being optionally singly or 
multiply substituted at the 3- or 5-position by -CI or 
at the 4-position by -NH-R 5 , -N(R 9 ) (R 10 ) , or -0-R 5 . 

76. The compound according to claim 68, 

wherein : 

R 3 is -C(0)-H; 

R5 is -C(O)-R 10 , wherein R 10 is Ar 3 and the Ar 3 
cyclic group is selected from the group consisting of 
is indolyl, benzimidazolyl , thienyl, and 
benzo [b] thiophenyl , and said cyclic group optionally 
being singly or multiply substituted by -Q 1 . 

77. The compound according to claim 68, 

wherein : 

R 3 is -C(0)-H; and 

R 5 is -C(O)-R 10 , wherein R 10 is Ar 3 and the Ar 3 
cyclic group is selected from quinolyl and isoquinolyl, 
and said cyclic group optionally being singly or 
multiply substituted by -Q]_. 

78. The compound according to claim 68, 

wherein : 
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R 3 is -C(0)-H; and 

. R 5 is -C(O)-R 10/ wherein R 10 is Ar 3 and the Ar 3 
cyclic group is phenyl, substituted by 



O 
/ \ 

( 

\ / 
O 



10 



79. The compound according to claim 68, 
selected from the group consisting of: 



2002 



H 



COOH 
CHO 



; and 



OMe 



2201 





COOH 



O-^N-^^CHO 
H 



15 



80. A compound ' represented by the formula: 



(VI) 



Ri -N-Ro 
I 

H 



wherein : 



Ri is : 



(elO) 



(w2) 




5 C is a ring chosen from the set consisting of 

benzo, pyrido, thieno, pyrrolo, furano, thiazolo, 
isothiazolo, oxazolo, isoxazolo, pyrimido, imidazolo, 
cyclopentyl, and cyclohexyl; the ring optionally being 
singly or multiply substituted by -Q^; 

10 R 2 is: 

o 




, or 



m is 1 or 2 ; 

15 each R5 is independently selected from the group 

consisting of: 

-C (0) -R 10 , 
-C (O) O-R9, 
-C(O)-N(R 10 ) (R 10 ) 



aim s as a e „, 13 :;i Ereo s: 
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-S (0) 2-R9/ 
-S (O) 2 -NH-R 10 , 
-C (O) -CH 2 -0-R 9 , 
-C (0) C (0) -R 10# 

- R 9, 
-H, 

-C (O) C (0) -OR 10f and 
-C (O) C (O) -N(R 9 ) (R 10 ) ; 

X 5 is CH or N; 
Y 2 is H 2 or O; 

R 6 is selected from the group consisting of -H and 



15 -CH 3 , 



R 8 is selected from the group consisting of: 
-C (O) -R 10 , 
-C (O) O-Rg, 
-C (O) -N (H) -R 10 , 
20 -S(0) 2 -R 9 , 

-S (O) 2 -NH-R 10/ 
-C (O) -CH 2 -OR 10 , 

-c (O) c (O) -Rio; 

-C (O) -CH 2 N(R 10 ) (R 10 ) , 
25 -C (O) -CH 2 C (O) -O-Rg, 

-C (O) -CH 2 C (O) -R 9 , 
-H, and 

-C (O) -C (O) -OR 10 ; 

each R 9 is independently selected from the group 
30 consisting of -Ar 3 and a -C x _ 6 straight or branched 

alkyl group optionally substituted with -Ar 3 , wherein 
the -C]__ 6 alkyl group is optionally unsaturated; 
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each R 10 is independently selected from the group 
consisting of -H, -Ar 3 , a ~C 3 _ 6 cycloalkyl group, and a 
~ c l-6 straight or branched alkyl group optionally 
substituted with -Ar 3 , wherein the -C 1 _^ alkyl group is 
5 optionally unsaturated; 

R 13 is selected from the group consisting of H, 
Ar 3 , and a -C]__ 6 straight or branched alkyl group 
optionally substituted with -Ar 3 , -CONH 2 , -OR5, -OH, 
-0R 9 , or -C0 2 H; 

10 each R S1 is independently selected from the group 

consisting of R 9 , -C (O) -R 9 , -C (O) -N (H) -R g , or each R 51 
taken together forms a saturated 4-8 member carbocyclic 
ring or heterocyclic ring containing -O-, -S-, or -NH- ; 

each R 21 is independently selected from the group 
15 consisting of -H or a ~C 1 _ 6 straight or branched alkyl 

group; 

each Ar 3 is a cyclic group independently selected 
from the set consisting of an aryl group which contains 
6, 10, 12, or 14 carbon atoms and between 1 and 3 rings 

20 and an aromatic heterocycle group containing between 5 

and 15 ring atoms and between 1 and 3 rings, said 
heterocyclic group containing at least one heteroatom 
group selected from -0-, -S- , -SO-, S0 2 , =N-, and -NH-, 
said heterocycle group optionally containing one or 

25 more double bonds, said heterocycle group optionally 

comprising one or more aromatic rings, and said cyclic 
group optionally being singly or multiply substituted 
by -Q 1 ; 




30 



each Qjl is independently selected from the group 
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consisting of -NH 2 , -C0 2 H, -CI, -F, -Br, -I, -N0 2 / -CN, 
=0/ -OH, -perfluoro C 1 _ 3 alkyl, R 5 , -OR 5 , -NHR 5 , -0R 9 , 

-N(R 9 )(R 10 ), -R 9 , -C(O)-R 10 , and O 

/ \ 

5 CH 2 , 

\ / 
O 

provided that when -Ar 3 is substituted with a 
10 group which comprises one or more additional -Ar 3 

groups, said additional -Ar 3 groups are not substituted 
with another -Ar 3 . 

81. The compound according to claim 80, 

wherein : 
15 m i s 1 ; 

C is a ring chosen from the set consisting of 
benzo, pyrido, or thieno the ring optionally being 
singly or multiply substituted by halogen, -NH 2 , 
-NH-R 5 , -NH-Rg , -OR 10 , or -R 9 , wherein R 9 is a straight 
20 or branched C ± _4 alkyl group, and R 10 is H or a straight 

or branched C 1 _ 4 alkyl group; 

R 6 xs H; 

R 13 is H or a straight or branched alkyl group 

optionally substituted with -Ar 3 , -OH, -OR 9 , -C0 2 H, 
25 wherein the R 9 is a C 1 _ 4 branched or straight chain 

alkyl group; wherein Ar 3 is morpholinyl or phenyl, 
wherein the phenyl is optionally substituted by -Q]_; 

R 21 is -H or -CH 3 ; 



R 51 is a C 1 _ 6 straight or branched alkyl group 



:t oos e s 



E5.5-?! 
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optionally substituted with -Ar 3 , wherein Ar 3 is 
phenyl, optionally substituted by -Q^; 

each Ar 3 cyclic group is independently selected 
from the set consisting of phenyl, naphthyl, thienyl, 
5 quinolinyl, i soquinol inyl , pyrazolyl, thiazolyl, 

isoxazolyl, benzo triazolyl , benzimidazolyl , 
t hi eno thienyl , imidazolyl , thiadiazolyl , 

benzo [b] thiophenyl, pyridyl, benzofuranyl, and indolyl, 
and said cyclic group optionally being singly or 
10 multiply substituted by -Q]_; 

each Q x is independently selected from the group 
consisting of -NH 2 , -CI, - F, -Br, -OH, -R g , -NH-R 5 
wherein R 5 is -C(O)-R 10 or -S (0) 2 " R 9^ ~0R 5 wherein R 5 is 
-C(O)-R 10/ -OR 9 , ~NHR 9 , and 

15 O 

/ \ 

CH 2 , 

\ / 
O 

20 wherein each R 9 and R 10 are independently a ~C X _ 6 

straight or branched alkyl group optionally substituted 
with -Ar 3 wherein Ar 3 is phenyl; 

provided that when -Ar 3 is substituted with a Q x 
25 group which comprises one or more additional -Ar 3 

groups, said additional -Ar 3 groups are not substituted 
with another -Ar 3 . 

82. The compound according to claim 81, 
wherein R 1 is (w2) . 



30 



83. The compound according to claim 82, 
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selected from the group consisting of: 



677 



680 




; and 



84. The compound according to claim 82, 
5 wherein R 8 is selected from the group consisting of: 

-C(O)-R 10 , 
-C (O) 0-R 9 , 
-C (O) -CH 2 -OR 10 , and 
-C (O) -CH 2 C (O) -R 9 . 

10 85. The compound according to claim 84, 

wherein R 8 is -C ( O) -CH 2 -OR 10 and R 10 is -H or -CH 3 . 

86. The compound according to claim 81, 
wherein R 1 is (elO) and X 5 is CH . 

87. The compound according to claim 81, 
15 wherein R 1 is (elO) and X 5 is N . 

88. The compound according to any one of 
claims 80-87 wherein R 5 is -C (O) -Rjg or -C(0)-C(0)-R 



.1, 0 O K B: 



;i> ir?! ml 



id ,:! 



i nnr: 
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89. The compound according to claim 88, 
wherein R 10 is Ar 3 . 

90. The compound according to claim 89, 

wherein : 

5 R 5 is -C(O)-R 10 and R 10 is Ar 3 , wherein the Ar 3 

cyclic group is phenyl optionally being singly or 
multiply substituted by: 

-R 9 , wherein R 9 is a C]__ 4 straight or branched 
alkyl group; 
10 -F, 
-CI, 

-N(H)-R 5 , wherein -R 5 is -H or -C(O)-R 10 , wherein 
R 10 is a -C 1 _ 6 straight or branched alkyl group 
optionally substituted with -Ar 3 , wherein Ar 3 is 
15 phenyl, 

-N(R 9 ) (Riq) * wherein R g and R 10 are independently a 
-C 1 _4 straight or branched alkyl group, or 

-O-R5, wherein R5 is H or a -C 1 _ 4 straight or 
branched alkyl group. 

20 91. The compound according to claim 90, 

selected from the group consisting of: 



CH 3 



682 





5 92. The compound according to claim 90, 

wherein Ar 3 is phenyl being singly or multiply 
substituted at the 3- or 5-position by -CI or at the 4- 
position by -NH-R 5 , -N(R 9 ) (R 10 )# or -0-R 5 . 




94. The compound according to claim 92, 
selected from the group consisting of: 



.i. o o "a :b s e e . o t. ejb-o 




a 

o 



213m 




a 

o 




; and 



a 



5 95. The compound according to claim 90, 

wherein Ar 3 is phenyl being singly or multiply 
substituted at the 3- or 5-position by -Rg, wherein R 9 
is a C x _ 4 straight or branched alkyl group; 



:i.o o 5 s : s a e .„ o ie s o a 
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' position by -0-R5. 

The compound according to claim 95, 
-'rom the group consisting of: 




; and 



JL O 0 :5 e K 2 H! , Q JL a S G E? 



214w-5 



214w-6 



214w-7 




; and 



98. The compound according to claim 89, 

wherein : 

R 5 is -C(O)-R 10 , wherein R 10 is Ar 3 and the Ar 3 
cyclic group is selected from the group consisting of 
is indolyl, benzimidazolyl , thienyl, quinolyl, 
isoquinolyl and benzo [b ] thiopheny 1 , and said cyclic 
group optionally being singly or multiply substituted 
by -Q x . 

99. The compound according to claim 98, 
wherein the Ar 3 cyclic group is isoquinolyl, and said 
cyclic group optionally being singly or multiply 

15 substituted by -Q 1 . 



5 



10 



:l O O 5 S S H S , O JL E O H 
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HO .O 



696c 





; and 



412h 



550q 




102. The compound according to claim 89, 

wherein R 5 is -C(O)-R 10 , wherein R 10 is Ar 3 and the Ar 3 

5 cyclic group is phenyl, substituted by 

O 
/ \ 

CH 2 

\ / 

10 o 



103. The compound according to claim 102, 
selected from the group consisting of: 



5 




.1. 0 O 5 S S E? 2 ,, O -;||„ & Si O .5! 
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104. A compound represented by the formula 

O 

^R 6 



(VII) 



H 



wherein : 



m is 1 or 2; 



R 1 is selected from the group consisting of the 
following formulae : 



Ra 

\ 




(w2) ( y g 

H 6 R 6 



C is a ring chosen from the set consisting of 
benzo, pyrido, thieno, pyrrolo, furano, thiazolo, 
isothiazolo, oxazolo, isoxazolo, pyrimido, imidazolo, 
cyclopentyl, and cyclohexyl, the ring optionally being 
15 singly or multiply substituted by -Q]_, ; 

R 3 is selected from the group consisting of: 
-CN, 

-C (0) -H, 

-C (O) "CH 2 -T 1 -R 11 , 
20 -C(0)-CH 2 -F, 

~C=N-0-R 9 , and 
-CO-Ar 2 ; 



25 



each R 5 is independently selected from the group 
consisting of : 

-C (0) -R 10 , 
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-C (O) O-Rg, 

-C (O) -N(R 10 ) (R 10 ) 

-S (O) 2 ~R 9 , 

-S (O) 2 -NH-R 10 , 

-C (O) -CH 2 -0-R 9 , 

-C (O) C (O) -R 10# 

" R 9, 
-H, 

-C (O) C (O) -OR 10/ and 
-C (O) C (O) -N(R 9 ) (R 10 ) ; 

each Tj_ is independently selected from the group 
consisting of -O-, -S-, -S (O) -, and -S(0) 2 -; 

R 6 is selected from the group consisting of -H and 

-CH 3 ; 

R 8 is selected from the group consisting of: 
-C (O) -R 10 , 
-C (O) O-Rg, 
-C (O) -NH-R 10 , 
-S (O) 2 -R 9 , 
-S (O) 2 -NH-R 10 , 
-C (O) -CH 2 -OR 10 , 
-C (O) C (O) -R 10 , 
-C (O) -CH 2 -N(R 10 ) (R 10 ) , 
-C (O) -CH 2 C (O) -0-R 9 , 
-C (O) -CH 2 C (O) -R 9 , 
-H, and 

-C (O) -C (O) -OR 10 ; 

each R 9 is independently selected from the group 
consisting of -Ar 3 and a -C 1 _ 6 straight or branched 



alkyl group optionally substituted with -Ar 3 , wherein 
the "C^_5 alkyl group is optionally unsaturated; 

each R 10 is independently selected from the group 
consisting of -H, -Ar 3 , a -C 3 _ 6 cycloalkyl group, and a 
-C-l-6 straight or branched alkyl group optionally 
substituted with -Ar 3 , wherein the -C^g alkyl group is 
optionally unsaturated; 

each R X1 is independently selected from the group 
consisting of: 
-Ar 4 , 

" (CH 2 ) i- 3 -Ar 4# 
-H, and 
-C (O) -Ar 4 ; 

R 15 is selected from the group consisting of -OH, 
-0Ar 3 , -N(H)-OH, and -OC 1 _ 6 , wherein C x _ 6 is a straight 
or branched alkyl group optionally substituted with 
-Ar 3 , -CONH 2 , -0R 5 , -OH, -0R 9 , or ~C0 2 H; 

Ar 2 is independently selected from the following 
group, in which any ring may optionally be singly or 
multiply substituted by -Q 1 or phenyl, optionally 
substituted by : 




and 



1 0 O Si S 5 E! a „ 0 .1 h a o s 
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(ii) 




wherein each Y is independently selected from the 
group consisting of O and S; 

5 each Ar 3 is a cyclic group independently selected 

from the set consisting of an aryl group which contains 
6, 10, 12, or 14 carbon atoms and between 1 and 3 rings 
and an aromatic heterocycle group containing between 5 
and 15 ring atoms and between 1 and 3 rings, said 

10 heterocyclic group containing at least one heteroatom 

group selected from -0-, -S-, -SO-, S0 2 , =N-, and -NH-, 
-N(R 5 )-, and -N(R 9 )- said heterocycle group optionally 
containing one or more double bonds, said heterocycle 
group optionally comprising one or more aromatic rings, 

15 and said cyclic group optionally being singly or 

multiply substituted by -Qi; 

each Ar 4 is a cyclic group independently selected 
from the set consisting of an aryl group which contains 
6, 10, 12, or 14 carbon atoms and between 1 and 3 

20 rings, and a heterocycle group containing between 5 and 

15 ring atoms and between 1 and 3 rings, said 
heterocyclic group containing at least one heteroatom 
group selected from -O- , -S-, -SO-, S0 2 , =N-, -NH-, 
-N(R 5 )~, and -N(R g )- said heterocycle group optionally 

25 containing one or more double bonds, said heterocycle 

group optionally comprising one or more aromatic rings, 
and said cyclic group optionally being singly or 
multiply substituted by -Qi; 



30 



each Q 1 is independently selected from the group 
consisting of -NH 2 , -CQ 2 H, -CI, -F, -Br, -I, -N0 2 , -CN, 



0 .11. 
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=0, -OH, -perfluoro C 1 _ 3 alkyl, R 5 , -OR 5 , -NHR 5 , -OR9, 

-N(R g )(R 10 ) / -R 9/ -C(O)-R 10 , and O 

/ \ 

CH 2 ; 

5 \ / 

O 

provided that when -Ar 3 is substituted with a Q 1 
group which comprises one or more additional -Ar 3 
groups, said additional -Ar 3 groups are not substituted 
10 with another -Ar 3 . 

105. The compound according to claim 104, 

wherein : 



m is 1 ; 

C is a ring chosen from the set consisting of 
15 benzo, pyrido, and thieno, the ring optionally being 

singly or multiply substituted by halogen, -NH 2 , 
-NH-R 5 , or -NH-R 9 , -OR 10 / or -R9, wherein R g is a 
straight or branched C 1 _ 4 alkyl group, and R 10 is H or a 
straight or branched C 1 _ 4 alkyl group; 



20 



T ± is 0 or S; 
R 6 is H; 

R ll is selected from the group consisting of -Ar 4 , 
- (CH 2 ) i_ 3 -Ar 4 , and -C(0)-Ar 4 ; 

25 Ar 2 is (hh) ; 



Y is O; 
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each Ar 3 cyclic group is independently selected 
from the set consisting of phenyl, naphthyl, thienyl, 
quinolinyl , i soquinol iny 1 , thiazolyl, benzimidazolyl , 
thieno thienyl , thiadiazolyl , benzotriazolyl , 
5 benzo [b] thiophenyl, benzof uranyl , and indolyl, and said 

cyclic group optionally being singly or multiply 
substituted by -Q]_; 

each Ar 4 cyclic group is independently selected 
from the set consisting of phenyl, tetrazolyl, 
10 naphthyl, pyridinyl, oxazolyl, pyrimidinyl, or indolyl, 

and said cyclic group optionally being singly or 
multiply substituted by -Q±; 

each Q 1 is independently selected from the group 

consisting of -NH 2 , -CI , -F, -Br, -OH, -R g , -NH-R 5 

15 wherein R 5 is -C(O)-R 10 or -S (O) 2~ R 9/ ~ 0R 5 wherein R 5 is 

-C(O)-R 10 , -OR 9 , -NHRg , and 

O 
/ \ 

CH 2 , 

20 \ / 

O 

wherein each R g and R 10 are independently a -C x _ 6 
straight or branched alkyl group optionally substituted 
with -Ar 3 wherein Ar 3 is phenyl; 

25 

provided that when -Ar 3 is substituted with a Q-^ 
group which comprises one or more additional -Ar 3 
groups, said additional -Ar 3 groups are not substituted 
with another ™Ar 3 . 
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106. The compound according to claim 105, 
wherein R 8 is selected from the group consisting of: 



Oil 585 



Q ,:i a bus: 
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-C(O)-R 10# 

-C (O) O-Rg, 

-C (O) -CH 2 -OR 10 , and 

-C (O) -CH 2 C (O) -R g . 

5 107. The compound according to claim 106, 

wherein R 8 is -C (O) -CH 2 -OR 10 and R 10 is -H or -CH 3 . 

108. The compound according to claim 105, 
wherein R 3 is -C(0)-Ar 2 , 

109. The compound according to claim 105, 
10 wherein R 3 is -C (O) CH 2 -T 1 -R 11 ; 

110. The compound according to claim 105, 
wherein R 3 is -C(0)-H. 

111. The compound according to claim 110, 
wherein R 8 is selected from the group consisting of: 

15 -C (O) -R 10 , 

-C (O) 0-R 9 , 
-C (O) -CH 2 ~OR 10 , and 
-C (O) -CH 2 C (O) -R g . 

112. The compound according to claim 111, 
20 selected from the group consisting of: 



653 




- 911 - 



681 



701 



702 



703 



704 
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113. The compound according to claim 111, 
wherein R 8 is -C (0) -CH 2 -OR 10 and R 10 is -H or -CH 3 . 

114. The compound according to claim 68, 

5 wherein: 

m is 1 ; 

T x is 0 or S; 

R 2 i is -H or -CH 3 ; 

10 Ar 2 is (hh) ; 

Y is 0; 

each Ar 3 cyclic group is independently selected 
from the set consisting of phenyl, naphthyl, thienyl, 
15 quinolinyl, i soquinol inyl , pyrazolyl, thiazolyl, 

isoxazolyl , benzotriazolyl , benzimidazolyl , 
thieno thienyl , imidazolyl , thiadiazolyl, 

benzo [b] thiophenyl, pyridyl, benzof uranyl , and mdolyl 
and said cyclic group being singly or multiply 
20 substituted by -Q^; 



each Ar 4 cyclic group is independently selected 
from the set consisting of phenyl, tetrazolyl, 
pyridinyl, oxazolyl, naphthyl, pyrimidinyl, and thienyl 
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and said cyclic group being singly or multiply 

substituted by 

-Qi; 

each Q± is independently selected from the group 

5 consisting of ~NH 2 , -CI, -F, -Br, -OH, -R 9 , -NH-R 5 

wherein R 5 is -C (0) -R 10 or -S (0) 2~ R 9> _OR 5 wherein R 5 is 

-C(O)-R 10 , -OR g , -NHR 9 , and 

O 
/ \ 

10 CH 2 , 

\ / 
0 

wherein each R 9 and R 10 are independently a ~C 1 _ 6 
straight or branched alkyl group optionally substituted 
15 with -Ar 3 wherein Ar 3 is phenyl; 

provided that when -Ar 3 is substituted with a Q x 
group which comprises one or more additional -Ar 3 
groups, said additional -Ar 3 groups are not substituted 
20 with another -Ar 3 . 

115. The compound according to claim 114, 
wherein R 3 is -C(0)-Ar 2 , 

116. The compound according to claim 114, 
wherein R 3 is -C (O) CH 2 -T 1 -R 11 ; 

25 117. The compound according to claim 114, 

wherein R 3 is -C(0)-H. 



118 . 

claims 104-117, 
-C (O) C (0) -R 10 . 



The compound according to any one of 
wherein R 5 is -C(O)-R 10 or 



119. The compound according to claim 118, 
wherein R 10 i- s Ar 3 . 



120. The compound according to claim 119, 

wherein : 

R 5 is -C(O)~R 10 and R 10 is Ar 3 , wherein the Ar 3 
cyclic group is phenyl optionally being singly or 
multiply substituted by: 

-R 9 , wherein R9 is a C 1 _^ straight or branched 
alkyl group; 

-F, 

-ci, 

-N(H)-R 5 , wherein -R 5 is -H or -C(O)-R 10 , wherein 
R 10 is a ~C 1 _ 6 straight or branched alkyl group 
optionally substituted with -Ar 3 , wherein Ar 3 is 
phenyl , 

-N(R 9 ) (Rxq)/ wherein R g and R 10 are independently a 
-C 1 _ 4 straight or branched alkyl group, or 

-O-R5, wherein R 5 is H or a -C 1 _ 4 straight or 
branched alkyl group. 



121. The compound according to claim 120, 
selected from the group consisting of: 
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913 



916 




; and 



122. The compound according to claim 120, 
wherein Ar 3 is phenyl being singly or multiply 
substituted at the 3- or 5-position by -CI or at the 
position by -NH-R 5 , -N(R 9 ) (Riq)/ or -0-R 5 . 

123. The compound according to claim 122, 
selected from the group consisting of: 



656 
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662 




O 




914 



915 



918 




124. The compound according to claim 122, 
5 selected from the group consisting of: 



.:l SO O 5. a Eii! it? B Cli ;L H S O £ 



214k 



214m 




; and 



a 



125. The compound according to claim 120, 
wherein Ar 3 is phenyl being singly or multiply 

5 substituted at the 3- or 5-position by -Rg, wherein R 9 

is a straight or branched alkyl group; 

and at the 4-position by -0-R5 . 

126. The compound according to claim 125, 
selected from the group consisting of: 



10 671 





HO O 



922 




127. The compound according to claim 125, 
wherein the compound is: 



5 214w 




Me 



128. The compound according to claim 119, 

wherein : 

R 5 is -C(O)-R 10 , wherein R 10 is Ar 3 and the Ar 3 
10 cyclic group is selected from the group consisting of 

is indolyl, benzimidazolyl , thienyl, quinolyl, 
isoquinolyl and benzo [b ] thiopheny 1 , and said cyclic 
group optionally being singly or multiply substituted 



- 923 - 



by -Q 1 . 

129. The compound according to claim 128, 
selected from the group consisting of: 



919 



920 




; and 



H 



130. The compound according to claim 128, 
wherein the Ar 3 cyclic group is isoquinolyl, and said 
cyclic group optionally being singly or multiply 
substituted by -Q]_ . 

131. The compound according to claim 130, 
wherein the compound is: 




132. The compound according to claim 130, 
5 wherein the compound is: 



O 



412 




133. The compound according to claim 119, 
wherein R 5 is -C(O)-R 10 , wherein R 10 is Ar 3 and the Ar 3 
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cyclic group is phenyl, substituted by 

O 
/ \ 

CH 2 

\ / 
O 

134. The compound according to claim 133, 
wherein the compound is: 



910 




135. The compound according to claim 133, 
wherein the compound is: 



415 




136. A pharmaceutical composition, comprising 
a compound according to any one of claims 1-41 and 57- 
135 in an amount effective for decreasing IGIF 
production and a pharmaceut ically acceptable carrier. 



137. A pharmaceutical composition comprising 
a compound according to any one of claims 1-41 and 57- 
135 in an amount effective for decreasing IFN-y 



O :l H8i 
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production and a pharmaceutically acceptable carrier. 

138. A method for treating or preventing a 
disease selected from an IGIF mediated disease, an IFN-y 
mediated disease, an inflammatory disease, an 

5 autoimmune disease, an infectious disease, a 

proliferative disease, a neurodegenerative disease, a 
necrotic disease, osteoarthritis, acute pancreatitis, 
chronic pancreatitis, asthma, rheumatoid arthritis, 
inflammatory bowel disease, Crohn's disease, ulcerative 

10 collitis, cerebral ischemia, myocardial ischemia, adult 

respiratory distress syndrome, infectious hepatitis, 
sepsis, septic shock, Shigellosis, glomerulonephritis, 
systemic lupus erythematosus, scleroderma, chronic 
thyroiditis, Graves' disease, autoimmune gastritis, 

15 insulin-dependent diabetes mellitus (Type I), juvenile • 

diabetes, autoimmune hemolytic anemia, autoimmune 
neutropenia, thrombocytopenia, myasthenia gravis, 
multiple sclerosis, psoriasis, lichenplanus , graft vs. 
host disease, acute dermatomyosi tis , eczema, primary 

20 cirrhosis, hepatitis, uveitis, Behcet's disease, acute 

dermatomyositis , atopic skin disease, pure red cell 
aplasia, aplastic anemia, amyotrophic lateral sclerosis 
and nephrotic syndrome comprising the step of 
administering to said patient a pharmaceutical 

25 composition according to claims 136 or 137. 

139. The method according to claim 138, 
wherein the disease is selected from an inflammatory 
disease, an autoimmune disease, an infectious disease, 
rheumatoid arthritis, ulcerative collitis, Crohn's 

30 disease, hepatitis, adult respiratory distress 

syndrome, glomerulonephritis, insulin-dependent 
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diabetes mellitus (Type I), juvenile diabetes, 
psoriasis, graft vs. host disease, and hepatitis. 

140. A process for preparing an N-acylamino 
compound, comprising the steps of: 

5 a) mixing a carboxylic acid with an N- 

alloc-protected amine in the presence of an inert 
solvent, triphenylphoshine, a nucleophilic scavenger, 
and tetrakis-triphenyl phosphine palladium(O) at 
ambient temperature under an inert atmosphere; and 

10 b) adding to the step a) mixture, HOBT and 

EDC; and optionally comprising the further step of: 

c) hydrolyzing the step b) mixture in the 
presence of a solution comprising an acid and H 2 0, 
15 wherein the step b) mixture is optionally concentrated. 

141. The process according to claim 140, 
wherein the inert solvent is CH 2 C1 2 , DMF, or a mixture 
of CH 2 C1 2 and DMF. 

142. The process according to claim 140, 
20 wherein the nucleophilic scavenger is dimedone, 

morpholine, trimethylsilyl dimethylamine or dimethyl 
barbituric acid. 

143. The process according to claim 142, 
wherein the nucleophilic scavenger is trimethylsilyl 

25 dimethylamine or dimethyl barbituric acid. 



144. The process according to claim 142, 
wherein the inert solvent is CH 2 C1 2 / DMF, or a mixture 
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of CH 2 C1 2 and DMF. 

145. The process according to claim 144, 
wherein the nucleophilic scavenger is dimethyl 
barbituric acid. 

5 146. The process according to claim 145, 

wherein the solution comprises tr i f luoroacetic acid in 
about 1-90% by weight. 

147. The process according to claim 146, 
wherein the solution comprises trif luoroacetic acid in 

10 about 20-50% by weight. 

148. The process according to claim 145, 
wherein the solution comprises hydrochloric acid in 
about 0.1-30% by weight. 

149. The process according to claim 148, 
15 wherein the solution comprises hydrochloric acid in 

about 5-15% by weight. 

150. The process according to any one of 
claims 140-149, wherein the N-acylamino compound is 
represented by formula (VIII): 

20 (VIII) R 1 -N-R 2 

H 

wherein : 

R 1 is selected from the group consisting of the 
25 following formulae: 



:t O O 5 O 5 S-? E? O ,:L E? S O 3 l 



(z) 




C is a ring chosen from the set consisting of 
benzo, pyrido, thieno, pyrrolo, furano, thiazoio, 
5 isothiazolo, oxazolo, isoxazolo, pyrimido, imidazolo, 

cyclopentyl, and cyclohexyl, the ring optionally being 
singly or multiply substituted by halogen, -NH 2 , or 
-NH-R 9/ ; 

R 2 is : 



o 




, or 



15 mislor2; 



each R 5 is independently selected from the group 
consisting of: 

-C(O)-R 10 , 
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-C (O) O-Rg, 
-C(O)-N(R 10 ) (R 10 ) 
-S (O) 2 -R 9 , 
-S (O) 2 -NH-R 10 / 
5 -C(O) -CH 2 -0-R 9 , 

-C(0)C (O) -Rio, 

-H, 

-C(O)C(O>-OR 10/ and 

10 -c(0)c(o)-n(r 9 ) (Riq) ; 



X 5 is CH or N; 
Y 2 is H 2 or O; 
X 7 is -N(R 8 )- or -0-; 

R 6 is selected from the group consisting of -H and 



15 



-CH 3 ; 

R 8 is selected from the group consisting of: 

-C(O) -R i0 , 
20 -C(0)0-R 9 , 

-C (O) -N (H) -R 10 » 

-S (O) 2 -R 9 , 

-S (O) 2-NH-Riq, 

-C (O) -CH 2 -ORi 0 , 
25 -C (O) C (O) -R 10 ; 

-C (O) -CH 2 N(Ri 0 ) (R 10 ) / 

-C (O) -CH 2 C (O) -O-Rg, 

-C (O) -CH 2 C (O) -Rg, 

-H, and 

30 -C (O) -C (O) -OR 10 ; 



IOOS 8 5 



E 2 
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each R g is independently selected from the group 
consisting of -Ar 3 and a -C 1 _ 6 straight or branched 
alkyl group optionally substituted with -Ar 3 , wherein 
the -C 1 _ 6 alkyl group is optionally unsaturated; 

5 each R 10 is independently selected from the group 

consisting of -H, -Ar 3 , a -C 3 _ 6 cycloalkyl group, and a 
-Ci_5 straight or branched alkyl group optionally 
substituted with -Ar 3 , wherein the -C x _ 6 alkyl group is 
opt ional ly unsaturated; 

10 R 13 is selected from the group consisting of H , 

Ar 3 , and a ~C 1 _ 6 straight or branched alkyl group 
optionally substituted with -Ar 3 , -C0NH 2 , -OR 5 , -OH, 
-0R 9 , or -C0 2 H; 

each R 51 is independently selected from the group 
15 consisting of R 9 , -C(0)-R 9 , -C (O) -N (H) -R g , or each R 51 

taken together forms a saturated 4-8 member carbocyclic 
ring or heterocyclic ring containing -0-, -S-, or -NH-; 



each R 21 is independently selected from the group 
consisting of -H or a -C 1 _ 6 straight or branched alkyl 
20 group; 

each Ar 3 is a cyclic group independently selected 
from the set consisting of an aryl group which contains 
6, 10, 12, or 14 carbon atoms and between 1 and 3 rings 
and an aromatic heterocycle group containing between 5 
25 and 15 ring atoms and between 1 and 3 rings, said 

heterocyclic group containing at least one heteroatom 
group selected from -0-, -S-, -SO-, S0 2 , =N- , and -NH-, 
said heterocycle group optionally containing one or 
more double bonds, said heterocycle group optionally 
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comprising one or more aromatic rings, and said cyclic 
group optionally being singly or multiply substituted 
by -Q x ; 

5 each is independently selected from the group 

consisting of -NH 2 , -C0 2 H, -Cl, -F, -Br, -I, -N0 2 , -CN, 

=0, -OH, -perfluoro C 1 „ 3 alkyl, R 5 , -0R 5 , -NHR 5 , -0R 9 , 

-N(R 9 )(R 10 ), -R 9/ -C(O)-R 10 , and 0 

/ \ 

10 CH 2 , 

\ / 
O 

provided that when -Ar 3 is substituted with a Q 1 
15 group which comprises one or more additional -Ar 3 

groups, said additional -Ar 3 groups are not substituted 
with another -Ar 3 ; 

151. The process according to any one of 
claims 140 -149 wherein the N-alloc protected amine is: 
o 

2 0 




R 51 is independently selected from the group 
consisting of R 9 , -C (0) -R 9 , -C ( 0 ) -N ( H ) -R 9 , or each R 51 
taken together forms a saturated 4-8 member carbocyclic 
ring or heterocyclic ring containing -0-, -S-, or -NH-; 

25 152. The process according to any one of 

claims 140-149, wherein R 1 is: 
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153. The process according to any one of 
claims 140-149, wherein R x is: 



5 (A-w2) 




